Connecting via Winsock to STN 



Welcome to STN International! Enter x:x 

LOGINID: SSSPTA16 0 0RXA 

PASSWORD: 

TERMINAL (ENTER 1, 2, 3, OR ?):2 



* * 


* * 


* * 


* * 


* Welcome to STN International ********* 


NEWS 


1 






Web Page for STN Seminar Schedule - N. America 


NEWS 


2 


DEC 


01 


ChemPort single article sales feature unavailable 


NEWS 


3 


APR 


03 


CAS coverage of exemplified prophetic substances 










enhanced 


NEWS 


4 


APR 


07 


STN is raising the limits on saved answers 


NEWS 


5 


APR 


24 


CA/CAplus now has more comprehensive patent assignee 










information 


NEWS 


6 


APR 


26 


USPATFULL and USPAT2 enhanced with patent 










assignment/ reassignment information 


T\T TP Tn7 C 


7 


APR 


O Q 
Z 0 


CAS patent authority coverage expanded 


NEWS 


8 


APR 


28 


ENCOMPLIT/ENCOMPLIT2 search fields enhanced 


NEWS 


9 


APR 


28 


Limits doubled for structure searching in CAS 










REGISTRY 


NEWS 


10 


MAY 


08 


STN Express, Version 8.4, now available 


NEWS 


11 


MAY 


11 


STN on the Web enhanced 


NEWS 


12 


MAY 


11 


BEILSTEIN substance information now available on 










STN Easy 


NEWS 


13 


MAY 


14 


DGENE, PCTGEN and USGENE enhanced with increased 










limits for exact sequence match searches and 










introduction of free HIT display format 


NEWS 


14 


MAY 


15 


INPADOCDB and INPAFAMDB enhanced with Chinese legal 










status data 


NEWS 


15 


MAY 


28 


CAS databases on STN enhanced with NANO super role i. 










records back to 1992 


NEWS 


16 


JUN 


01 


CAS REGISTRY Source of Registration (SR) searching 










enhanced on STN 


NEWS 


EXPRESS 


MAY 


26 09 CURRENT WINDOWS VERSION IS V8.4, 








AND 


CURRENT DISCOVER FILE IS DATED 06 APRIL 2009. 


NEWS 


HOURS 


STN Operating Hours Plus Help Desk Availability 


NEWS 


LOGIN 


Welcome Banner and News Items 



Enter NEWS followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN customer 
agreement. This agreement limits use to scientific research. Use 
for software development or design, implementation of commercial 
gateways, or use of CAS and STN data in the building of commercial 
products is prohibited and may result in loss of user privileges 
and other penalties. 

************** STN Columbus *************** 



FILE 'HOME' ENTERED AT 08:52:02 ON 05 JUN 2009 



=> fil reg 

COST IN U.S. DOLLARS 



FULL ESTIMATED COST 



SINCE FILE TOTAL 
ENTRY SESSION 
0.22 0.22 



FILE 'REGISTRY' ENTERED AT 08:52:28 ON 05 JUN 2009 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2009 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 4 JUN 2009 HIGHEST RN 1152369-03-3 

DICTIONARY FILE UPDATES: 4 JUN 2009 HIGHEST RN 1152369-03-3 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH January 9, 2009. 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 

http : / /www. cas . org/ support/ stngen/stndoc /properties . html 

=> 



Uploading C:\Program Files\Stnexp\Queries\QUERIES\10538342 . str 




chain nodes : 

13 14 15 16 17 18 24 25 26 27 28 34 
ring nodes : 

123456789 10 11 12 
chain bonds : 

10-13 13-14 14-15 15-16 15-18 16-17 17-24 24-25 25-26 25-28 26-27 27-34 
ring bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 7-12 7-8 8-9 9-10 10-11 11-12 
exact/norm bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 10-13 13-14 15-18 16-17 17-24 25-28 26-27 
27-34 

exact bonds : 

14-15 15-16 24-25 25-26 
normalized bonds : 

7-12 7-8 8-9 9-10 10-11 11-12 



Match level : 

1: CLASS 2: CLASS 3: CLASS 4: CLASS 5: CLASS 6: CLASS 7: CLASS 8: CLASS 9: CLASS 
10:CLASS 11:CLASS 12:CLASS 13:CLASS 14:CLASS 15:CLASS 16:CLASS 17:CLASS 
18:CLASS 23:CLASS 24:CLASS 25:CLASS 26:CLASS 27:CLASS 28:CLASS 34:CLASS 
Generic attributes : 
27: 

Saturation : Unsaturated 

Number of Carbon Atoms : less than 7 
Number of Hetero Atoms : Exactly 1 
Type of Ring System : Monocyclic 

Element Count : 
Node 27: Limited 

0,00 

N,N0 

S, SI 

C,C4 



LI STRUCTURE UPLOADED 

=> d 

LI HAS NO ANSWERS 
LI STR 

* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 
Structure attributes must be viewed using STN Express query preparation. 



=> s 11 

SAMPLE SEARCH INITIATED 08:53:00 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 1553 8 TO ITERATE 



12.9% PROCESSED 2000 ITERATIONS 

INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED) 
SEARCH TIME: 0 0.00.01 



2 ANSWERS 



FULL FILE PROJECTIONS: ONLINE **COMPLETE** 

BATCH **COMPLETE** 
PROJECTED ITERATIONS: 303292 TO 318228 

PROJECTED ANSWERS: 74 TO 546 



L2 



2 SEA SSS SAM LI 



=> s 12 full 

FULL SEARCH INITIATED 08:53:07 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 311528 TO ITERATE 



100.0% PROCESSED 311528 ITERATIONS 
SEARCH TIME: 0 0.00.11 



119 ANSWERS 



L3 



119 SEA SSS FUL LI 



=> s 11 full 

FULL SEARCH INITIATED 08:53:27 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 311528 TO ITERATE 



100.0% PROCESSED 311528 ITERATIONS 119 ANSWERS 

SEARCH TIME: 00.00.09 

L4 119 SEA SSS FUL LI 

=> s 14 and caplus/lc 

66744009 CAPLUS/LC 
L5 117 L4 AND CAPLUS/LC 

=> s 14 not 14 

L6 0 L4 NOT L4 

=> s 14 not 15 

L7 2 L4 NOT L5 



=> d 17 1-2 



ANSWER 1 OF 2 REGISTRY COPYRIGHT 2009 ACS on STN 

1031563-4 6-8 REGISTRY 
Entered STN: 29 Jun 2008 

2-Thiophenecarboxamide, 5-chloro-N-methyl-N- [2- [ [4- (4- 
morpholinyUphenyl] amino] -2-oxoethyl] - (CA INDEX NAME) 
C18 H20 CI N3 03 S 
Chemical Library 

Supplier : Aurora Fine Chemica Is 
STN Files : CHEMCATS 



bromo-N- [ (1R) -1- 
-oxoethyl ] - 



L7 ANSWER 2 OF 2 REGISTRY COPYRIGHT 2009 ACS 
RN 102 73 77-56-5 REGISTRY 
ED Entered STN: 11 Jun 2008 
CN 2-Thiophenecarboxamide, 

(4-morpholinyl) phenyl] 
FS STEREOSEARCH 
MF C20 H24 Br N3 04 S 
SR Other Sources 

Database : ChemSpider (ChemZ' 

Absolute stereochemistry . 



nethoKymethyl) -2- [ [3- 
(CA INDEX NAME) 



-Or 



O Me O 

C— N— CH 2 — C— NH- 



' PR' i'PERTY DATA AVAILABLE IN THE 'PROP' FORMAT - 




**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



=> fil caplus 

COST IN U.S. DOLLARS 



SINCE FILE 
ENTRY 
382 .17 



TOTAL 
SESSION 
382.39 



FULL ESTIMATED COST 



FILE 'CAPLUS' ENTERED AT 08:55:00 ON 05 JUN 2009 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2 0 09 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 5 Jun 2009 VOL 150 ISS 24 

FILE LAST UPDATED: 4 Jun 2009 (20090604/ED) 

REVISED CLASS FIELDS (/NCL) LAST RELOADED: Feb 2009 

USPTO MANUAL OF CLASSIFICATIONS THESAURUS ISSUE DATE: Feb 2009 

CAplus now includes complete International Patent Classification (IPC) 
reclassification data for the third quarter of 2008. 

CAS Information Use Policies apply and are available at: 

http : / /www. cas . org/ legal/ inf opolicy . html 

This file contains CAS Registry Numbers for easy and accurate 



=> d his 



(FILE 'HOME' ENTERED AT 08:52:02 ON 05 JUN 2009) 



LI 
L2 
L3 
L4 
L5 
L6 
L7 



FILE 'REGISTRY' ENTERED AT 08:52:28 ON 05 JUN 2009 
STRUCTURE UPLOADED 



2 S LI 

119 S L2 FULL 

119 S LI FULL 

117 S L4 AND CAPLUS/LC 



0 S L4 NOT L4 



2 S L4 NOT L5 



FILE 'CAPLUS' ENTERED AT 08:55:00 ON 05 JUN 2009 



=> s 15 
L8 



23 L5 



=> d ibib abs hitstr 1-23 



L8 ANSWER 1 OF 23 
AC C E S S I ON NUMBER : 
DOCUMENT NUMBER: 
TITLE : 

INVENTOR (S) : 



CAPLUS COPYRIGHT 2009 ACS on STN 
2009:49 73 7 CAPLUS 
150 :121634 

Preparation of 3-phenyl-2 -oxazolidinone 
thrombolytic agents 

Ler chen, Hans-Georg; Krenz, Ursula; Hae. 
Gnoth , Mark Jean; Degenf eld, Georges; 
Dittr ich-Wengenroth , Elke; Buchmueller , 
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DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



Al ler he i iige r. , 
hristoph; Sch: 



Gerde 
Met in 

Bayer Healthcare A . -G 
Ger . Often . , 46pp . 
CODEN: GWXXBX 
Patent 
German 



Swen; Per zborn, Elisabeth; 
Karl-Heinz; Akbaba, 




PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



DE 102007032347 Al 20090115 DE 200 7-10200703234 7 20070711 

WO 2009007026 Al 20090115 WO 2008-EP5301 20080628 

W: AE, AG, AL, AM, AO, AT, AU, AZ , BA, BB, BG, BH, BR, BW, BY, BZ, 

CA, CH, CN, CO, CR, CU, CZ, DE, DK, DM, DO, DZ, EC, EE, EG, ES, 

FI, GB, GD, GE, GH, GM, GT, HN, HR, HU, ID, IL, IN, IS, JP, KE, 

KG, KM, KN, KP, KR, KZ , LA, LC, LK, LR, LS, LT, LU, LY, MA, MD, 

ME, MG, MK, MN, MW, MX, MY, MZ , NA, NG, NI , NO, NZ, OM, PG, PH, 

PL, PT, RO, RS, RU, SC, SD, SE, SG, SK, SL, SM, SV, SY, TJ, TM, 

TN, TR, TT, TZ, UA, UG, US, UZ , VC, VN, ZA, ZM, ZW 

RW: AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, HR, HU, 

IE, IS, IT, LT, LU, LV, MC, MT, NL, NO, PL, PT, RO, SE, SI, SK, 

TR, BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, NE, SN, TD, 

TG, BW, GH, GM, KE, LS, MW, MZ , NA, SD, SL, SZ, TZ, UG, ZM, ZW, 

AM, AZ, BY, KG, KZ , MD, RU, TJ, TM 
PRIORITY APPLN. INFO.: DE 200 7-102007032347A 20070711 



CI 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Title compds. I [Y = (CH2)n; n = 1-2; X = S, O, NH; Rl = amino acid with 
provisos; R2 = H, Me; R3 = H, Rl and R3 is a (CH2)3 or (CH2)4] and their 
pharmaceutically acceptable salts and formulations were prepared For 
example , oxazolidinone II hydrochloride was an example of tit le compds . 

I . 

Compds . I are claimed useful as thrombolytic agents . 
IT 1093628-70-6P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(React ant or reagent ) 

(preparation of phenyloxazolidinones as thrombolytic agents) 
RN 1093628-70-6 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ (2R)-3- [ [ 2-f luoro-4 - ( 3-oxo-4- 
morpholinyliphenyl] amino] -2 -hydroxypr opyl ] - (CA INDEX NAME) 

Absolute stereochemistry . 
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STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER : 
TITLE: 

INVENTOR (S) : 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2009:49736 CAPLUS 
150 :121633 

Preparation of 3-phenyl-2-oxazolidinones as 
thrombolytic agents 

Ler chen , Hans -Georg ; Krenz, Ursula; Haerter , Michael; 

Gnoth, Mark Jean; Degenf eld, Georges; 

Dittr ich-Wengenroth, Elke; Buchmueller, Anja; 



Susan 
Gerde 
Met in 
Bayer HealthC 
PCT Int . Appl 
CODEN: PIXXD2 
Patent 
German 



Allerheiligen, Swen ; Per zborn, Elisabeth ; 
Chr is toph ; Schlemmer , Kar 1-Heinz; Akbaba, 



L8 ANSWER 2 OF 23 CAPLUS 
Absolute stereochemistry . 



COPYRIGHT 2009 ACS i 




REFERENCE COUNT: 
FORMAT 



THERE ARE 4 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE 



PATENT NO. 



APPLICATION MO. 



WO 2009007026 

W: AE, AG, 



AL, AM, AO, AT, 



0115 
AU, 



W' 200 
AZ, BA, BB, 



20080628 
BR, BW, BY, BZ, 



CA, CH, CN, CO, CR, CU, CZ, DE, DK, DM, DO, DZ, EC, EE, EG, ES, 

FI, GB, GD, GE, GH, GM, GT, HN, HR, HU, ID, IL, IN, IS, JP, KE, 

KG, KM, KN, KP, KR, KZ , LA, LC, LK, LR, LS, LT, LU, LY, MA, MD, 

ME , MG , MK , MN , MW , MX , MY , MZ , NA , NG , MI , MO , MZ , OM, PG, 

PL, PT, RO, RS, RU, SC, SD, SE, SG, SK, SL, SM, SV, SY, TJ, 

TN, TR, TT, TZ, UA, UG, US, UZ , VC, VN, ZA, ZM, ZW 

RW: AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, HR, HU, 

IE, IS, IT, LT, LU, LV, MC, MT, NL, NO, PL, PT, RO, SE, SI, 



TR, BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, 
TG, BW, GH, GM, KE, LS, MW, MZ , NA, SD, SL, SZ, TZ, 



NE, SN, 
UG, ZM, 



AM, AZ, BY, KG, KZ , MD, RU, TJ, TM 



DE 102007032347 
PRIORITY APPLN. INFO. 



DE 200 7- 
DE 200 7- 



102007032347 200 70 711 
102007032347A 200 70 711 



OTHER SOURCE (S) : 



MARPAT 150:121633 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Title compds. I [Y = (CH2)n; n = 1-2; X = S, O, NH; Rl = amino acid with 
provisos; R2 = H, Me; R3 = H, Rl and R3 is a (CH2)3 or (CH2)4] and their 
pharmaceutically acceptable salts and formulations were prepared For 
example , oxazolidinone II hydro ch lor ide was an example of title compds . 

I . 

Compds . I are claimed useful as thrombolytic agents . 
IT 1093628-70-6P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; RACT 
(Reactant or reagent) 

(preparation of pheny loxaz ol id inones as thrombolytic agents) 
RN 1093628-70-6 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ (2R) -3- [ [ 2-f luoro-4- ( 3-oxo-4- 
morpholinyl iphenyl] amino] -2 -hydroxypropyl] - (CA INDEX NAME) 



L8 ANSWER 3 OF 23 
AC C E S S I ON NUMBER : 
DOCUMENT NUMBER: 
TITLE : 

INVENTOR (S) : 



CAPLUS COPYRIGHT 2009 ACS on 
2009 : 49 734 CAPLUS 
150 :144485 

Preparation of N-phenyl-2- 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



soc- 



age: 



Ler chen , Hans -Georg ; Krenz, Ursula; Hae 
Gnoth , Mark Jean; Degenf eld, Georges; 
Dittr ich-Wengenroth , Elke; Buchmueller , 



Al ler hei lige r. , 
hristoph; Sch: 



Gerde 
Met in 

Bayer Healthcare A . -G 
Ger . Often., 49pp. 

CODEN: GWXXBX 

Patent 

German 



Swen; Per zborn, Elisabeth; 
Karl-Heinz; Akbaba, 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



DE 102007032345 Al 20090115 DE 200 7-102007032345 20070711 

WO 2009007027 Al 20090115 WO 2008-EP5303 20080628 

W: AE, AG, AL, AM, AO, AT, AU, AZ , BA, BB, BG, BH, BR, BW, BY, BZ, 

CA, CH, CN, CO, CR, CU, CZ, DE, DK, DM, DO, DZ, EC, EE, EG, ES, 

FI, GB, GD, GE, GH, GM, GT, HN, HR, HU, ID, IL, IN, IS, JP, KE, 

KG, KM, KN, KP, KR, KZ , LA, LC, LK, LR, LS, LT, LU, LY, MA, MD, 

ME, MG, MK, MN, MW, MX, MY, MZ , NA, NG, NI , NO, NZ, CM, PG, PH, 

PL, PT, RO, RS, RU, SC, SD, SE, SG, SK, SL, SM, SV, SY, TJ, TM, 

TN, TR, TT, TZ, UA, UG, US, UZ , VC, VN, ZA, ZM, ZW 

RW: AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, HR, HU, 

IE, IS, IT, LT, LU, LV, MC, MT, NL, NO, PL, PT, RO, SE, SI, SK, 

TR, BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, NE, SN, TD, 

TG, BW, GH, GM, KE, LS, MW, MZ , NA, SD, SL, SZ, TZ, UG, ZM, ZW, 

AM, AZ, BY, KG, KZ , MD, RU, TJ, TM 

PRIORITY APPLN. INFO.: DE 200 7-102007032345A 20070711 



• ; i 
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HC— R2 
I 




CH 2 -N — CO — <C || 

CO 

I 

H 2 C — CH 2 -CH 2 -N — Me 



I are claimed 



Title compds. I [X = L-NH-R1; Rl = H, alkyl with provisos; R2 = H, alkyl; 
L - alkandiyl with provisos ] and their pharmaceut ically acceptable salts 
and formulations were prepared For example, TFA mediated deprotect ion of 
Cbz-amine II [Y = Cbz ] afforded the TFA salt of amine II [Y = H] . 
ds . 

eful as antithrombotic agents . 

RLs RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); PACT 
(Reactant or reagent ) 

(preparation of phenyl oxazolidinones as antithrombotic agents) 
RN 1093628-70-6 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ (2R) -3- [ [ 2-f luoro-4- ( 3-oxo-4- 
morpholinyl ip'henyl] amino] -2 -hydroxypr opyl ] - (CA INDEX NAME) 

Absolute stereochemistry . 




ANSWER 4 OF 23 CAPLUS COPYRIGHT 2009 ACS . 



STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER : 
TITLE: 

INVENTOR (S) : 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2009:49733 CAPLUS 
150 :144484 

Preparation of N-phenyl -2 -oxazolidinones as 
antithrombotic agents 

Ler chen , Hans -Georg ; Krenz, Ursula; Haerter , Michael; 

Gnoth, Mark Jean; Degenf eld, Georges; 

Dittr ich-Wengenroth, Elke; Buchmueller, Anja; 

Susanne ; Allerheiligen, Swen ; Per zborn, Elisabeth ; 
Gerdes, Christoph; Schlemmer, Karl-Heinz; Akbaba, 
Met in 

Bayer Healthcare A.-G., Germany 

PCT Int. Appl., 80pp. 

CODEN: PIXXD2 

Patent 

German 



PATENT NO. 



APPLICATION MO. 



WO 2009007027 

W: AE, AG, 



AL, AM, AO, AT, 



0115 
AU, 



W' 200 ■■ 
AZ, BA, BB, 



20080628 
BR, BW, BY, BZ, 



CA, CH, CN, CO, CR, CU, CZ, DE, DK, DM, DO, DZ, EC, EE, EG, ES, 

FI, GB, GD, GE, GH, GM, GT, HN, HR, HU, ID, IL, IN, IS, JP, KE, 

KG, KM, KN, KP, KR, KZ , LA, LC, LK, LR, LS, LT, LU, LY, MA, MD, 

ME, MG, MK, MN, MW, MX, MY, MZ , NA, NG, NI , NO, NZ, OM, PG, 

PL, PT, RO, RS, RU, SC, SD, SE, SG, SK, SL, SM, SV, SY, TJ, 

TN, TR, TT, TZ, UA, UG, US, UZ , VC, VN, ZA, ZM, ZW 

RW: AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, HR, HU, 

IE, IS, IT, LT, LU, LV, MC, MT, NL, NO, PL, PT, RO, SE, SI, 



TR, BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, 
TG, BW, GH, GM, KE, LS, MW, MZ , NA, SD, SL, SZ, 



MR, NE, SN, 
TZ, UG, ZM, 



AM, AZ, BY, KG, KZ , MD, RU, TJ, TM 



DE 102007032345 
PRIORITY APPLN. INFO. 



DE 200 7- 
DE 200 7- 



102007032345 200 70 711 
102007032345A 200 70 711 



OTHER SOURCE (S) : 



MARPAT 150:144484 
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F O 




CH2~N— CO — <C j 



HC— 
I 



_- C1 




CH2~N — CO — <C | 



H 2 C — CH 2 -CH 2 - N Me 

Y I 



AB Title compds. I [X = L-NH-R1; Rl = H, alkyl with provisos; R2 = H, alkyl; 
L - alkandiyl with provisos] and their pharmaceut ically acceptable salts 
and formulations were prepared For example, TFA mediated deprotect ion of 
Cbz-amine II [Y = Cbz] afforded the TFA salt of amine II [Y = H] . 

Compds . 

I are claimed useful as antithrombotic agents . 
IT 1093628-70-6P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); PACT 
(Reactant or reagent ) 

(preparation of phenyloxazolidinones as antithrombot ic agent s ) 
RN 1093628-70-6 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ ( 2R) -3- [ [ 2-f luoro-4- (3-oxo-4- 
morpholinyDphenyl] amino] -2 -hydroxypr opyl ] - (CA INDEX NAME) 



Absolute stereochemistry . 




REFERENCE COUNT: 4 
FORMAT 



THERE ARE 4 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE 



L8 ANSWER 5 OF 23 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE : 

INVENTOR (S) : 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



CAPLUS COPYRIGHT 2009 ACS . 
2008:1530218 CAPLUS 
150 : 77652 



epa 



;zhr or:.ooerr.bo lid ~ii;:;r~er£ 

Roehrig, Susanne; Haerter, Michael; Gnoth, Mark Jean; 
Degenfeld, Georges ; Dit tr ich-Wer. ~e: _ . rc~ h , Elke ; 
Buchmueller , An ja; Allerheiligen, Swen; Per zborn, 
Elisabeth; Gerdes , Christoph; Schlemmer , Karl-Heinz ; 
Akbaba, Met in 

Bayer Hea It hear e A . -G . , Germany 
PCT Int. Appl., 119pp. 

CODEN : PIXXD2 

Patent 

German 



PATENT NO. 



APPLICATION MO . 



WO 2008155034 



WO 2008-EP4564 



20080607 



AL, AM, AO, AT, 

CN, CO, CR, CU, 

GD, GE, GH, GM, 

KN, KP, KR, KZ, 

MK, MN, MW, MX, 

RO, RS, RU, SC, 

TT, TZ, UA, UG, 

BG, CH, CY, CZ, 

IT, LT, LU, LV, 
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NL, NO, PL, PT, RO, SE, SI, SK, 
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NA, SD, SL, SZ, TZ, UG, ZM, ZW, 

TM 
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R2 



.CH 2 -NH-CO — <( |] 




CH2-NH- CO — <( j 



AB Title compds. I [Rl = heterocycle with provisos; R2 = halo, CF3 , OCF3 ; R3 
= H, CI, CH3, etc.] and their pharmaceutical^ acceptable salts and 
formulations were prepared For example, DCI/DMAP mediated cyclization of 
amino ale. II afforded oxazolidinone III in 68% yield. In Factor Xa 
inhibition assays, 4 -examples of compds . I exhibited IC50 values ranging 
from 0.9-2.2 nM . 
IT 1093628-70-6P 1 09 36 28 -8 5- 3P 1 09 36 28 -8 8-6P 

RL: RCT (Reactant); SPN ( Synthetic prepar at ion) ; PREP (Preparation); PACT 
(Reactant or reagent ) 

(preparation of oxazolidinones for the treatment of thromboembolic 
disorders ) 
RN 1093628-70-6 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ (2R)-3- [ [ 2-f luoro-4 - ( 3-oxo-4- 
morpholinyDphenyl] amino] -2-hydroxypropyl] - (CA INDEX NAME) 

Absolute stereochemistry . 




109 3628-8 5-3 CAPLUS 

2-Thiophenecarboxamide, 5-chloro-N- [ (2R) - 3- [ [ 2-chloro-4- ( 3-ojs 
mor phol inyl ) phenyl] amino] -2 -hydroxypr opyl ] - (CA INDEX NAME ) 
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RN 1093628-88-6 CAPLUS 
CN 2-Thiophenecarboxamide, 

5-chloro-N- [ (2R) -3- [ [ 2 -f luor o-5-methyl-4- ( 3-oxo 
mor phol inyl ) phenyl] amino] -2-hydroxypropyl] ■ 

Absolute stereochemistry . 



(CA INDEX NAME) 
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II 



O III 



AB Title corapds . I [Rl = heterocycle with provisos; R2 = halo, CF3 , OCF3 ; R3 
= H, CI, CH3, etc.] and their pharmaceutical^ acceptable salts and 
formulations were prepared For example, DCI/DMAP mediated cyclization of 
amino ale. II afforded oxazolidinone III in 68% yield. In Factor Xa 
inhibit ion assays, 4 -examples of compds . I exhibited IC50 values ranging 
from 0.9-2.2 nM . 
IT 1093628-70-6P 109 36 28 -8 5-3P 109 36 28 -8 8-6P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(React ant or reagent ) 

(preparation of oxazolidinones for the treatment of thromboembolic 
disorders) 
RN 1093628-70-6 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ (2R) -3- [ [ 2-f luoro-4- ( 3-oxo-4- 
morpholinyUphenyl] amino] -2 -hydroxypr opyl ] - (CA INDEX NAME) 

Absolute stereochemistry . 




RN 1093628-85-3 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ (2R)-3- [ [ 2-chloro-4- ( 3-oxo-4- 
morpholinyUphenyl] amino] -2-hydroxypropyl] - (CA INDEX NAME) 
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RN 1093628-88-6 CAPLUS 
CN 2-Thiophenecarboxaraide, 

5-chloro-N- [ (2R) -3-[ [2 -f luor o-5-methyl-4 - ( 3-oxo-4- 

morpholinyl) phenyl] amino] -2 -hydroxypr opyl ] - (CA INDEX NAME ) 

Absolute stereochemistry . 
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R3-_\ /_- R 5 



R 4 r 6- c _ w _ CO -r1 
| I 
R7 R8 




O N 



CH2-NH-CO — <C | 
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5 or 6-membered heterocycles; R3, R4, R5, R6, R7, 
pharmaceutically acceptable salts and formulations 
example, coupling of amine II and 2-chlor o-5-carbo 
oxazolidinone III. In a blood-coagulation factor 
III exhibited an IC50 value of 43 nM. 
432 30 5-96 -4P, 5-Chloro-N- (3-( (3-f luoro-4- (3-oxo-4- 
mor pholinyl (phenyl) amino) -2 -hydroxypr opyl ) -thiophe 
432 30 5-98 -6P, 5-Chloro-N- (2 -hydroxy-3 - ( (4- (3-oxo-4- 
mor pholinyl (phenyl) amino) -propyl) -thiophene-2 -car boxamide 
482306-15-0P, 5-Chloro-N- (2 -hydroxy-3 - ( (3-trifluoromethyl 
4 -mor pholinyl (phenyl) amino) -propyl) -thiophene-2 -car boxami 



= H ] and their 
ere prepd. For 
thiophene afforded 
assay, oxazolidino: 



carboxamide 



482306-16 -IP, 5-Chlorc 
mor pholinyl (phenyl) ami 
482306-17-2P, 5-Chlorc 
morpholinyl (phenyl) ami 
482306-20 -7P, 5-Chlorc 



( 2 -hydroxy- 
) -propyl) -t! 
- (2-hydroxy- 
) -propyl) -t! 

(2-hydi 



3-( [3-i 
3-( [3-cyai 
3-( (3,5-d: 



2thyl-4- (3- 
-2-carbox, 



j de 



ide 



methyl-4- (3- 

i t boxam i di ■ 



morpholinyl (phenyl) amino) -propyl) -thiophe: 
482306-21-8P, 5-Chloro-N- (2-hydroxy-3 - { ( 3 -car bamoyl-4 - ( 4- 

-• • •:: ■ ! I h i i jphi lii ■ i i H > i in i d:.- 

432306-22-9P, 5-Chloro-N- (2-hydroxy-3- ( ( 3 -methoxy-4 - ( 4- 

mor pholinyl) phenyl) amino) -propyl) -thiophene-2 -car boxamide 

432306-23-0P, 5-Chloro-N- (2-hydroxy-3- ( [3-acetyl-4- [4- 

mor pholinyl) phenyl) amino) -propyl) -thiophene-2 -car boxamide 

482 306-24 -IP, 5-Chloro-N- ( 2 -hydroxy-3 - ( ( 3 -amino-4 - ( 3-oxo-4- 

mor pholinyl (phenyl) amino) -propyl) -thiophene-2 -carboxamide 

482 306-25 -2P, 5-Chloro-N- ( 2 -hydroxy-3 - ( (3-chloro-4- ( 2 -met hy 1-3-oxo- 

4 -morpholinyl (phenyl) amino) -propyl) -thiophene-2 -car boxamide 

482 306-26 -3P, 5-Chloro-N- ( 2 -hydroxy-3 - ( (3-chloro-4- ( 2 -met hy 1-5-oxo- 

4 -morpholinyl (phenyl) amino) -propyl) -thiophene-2 -car boxamide 

934274-22 -3P, 5-Chloro-N- ( 2 -hydroxy-3 - ( (3-chloro-4- (3-OXO-4- 

mor pholinyl) phenyl) amino) -propyl) -thiophene-2 -car boxamide 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; R 
(Reactant or reagent ) 

(preparation of oxazolidinones for the treatment of thromboembolic 
disorders) 
482305-96-4 CAPLUS 

2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3-f luoro-4- (3-oxo-4- 
morpholinyDphenyl] amino] -2 -hydroxypr opyl ] - (CA INDEX NAME) 



C— NH— CH 2 — CH— CH2 NH 



482305-98-6 CAPLUS 

2-Thiophenecarboxamide, 5-chloro 
morpholinyl) phenyl] amino] propyl] 



- [2-hydroxy-3- [ [4-(3- 
(CA INDEX NAME) 



AB Title compds. I [Rl = substituted 2-thiophen; R2 = D-A; A = phenylene; D 
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O OH 




RN 482306-15-0 CAPLUS 

CN 2-Thiophenecarboxamide, 

5-chloro-N- [ 2-hydroxy-3- [ [4- ( 3 -oxo-4 -morpholinyl ) - 

3- (tr if luoromethy 1) phenyl] amino ] propyl] - (CA INDEX NAME) 



O OH 




RN 482306-16-1 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ 2 -hydroxy-3 - [ [ 3-rnet hy 1-4- (3-OXO-4- 
morpholinyUphenyl] amino] propyl] - (CA INDEX NAME) 




RN 482306-17-2 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [ 3-cyano-4- ( 3-oxo-4- 
morpholinyUphenyl] amino] -2-hydroxypropyl] - (CA INDEX NAME) 



O OH 




O OH 




RN 482306-21-8 CAPLUS 

CN 2-Thiophenecarboxamide, N- [3- [ [3- (aminocarbonyl ) -4- (4- 

morpholinyl) phenyl] amino] -2-hydroxypropyl] -5-chloro- (CA INDEX NAME) 




C— NH2 



RN 482306-22-9 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [2 -hydroxy -3 - [ [ 3 -methoxy-4 - ( 4- 
morpholinyUphenyl] amino] propyl] - (CA INDEX NAME) 



O OH OMe 




RN 482306-23-0 CAPLUS 

CN 2-Thiophenecarboxamide, N-[3- [ [ 3-acetyl-4 -( 4-morpholiny 1) phenyl ] amino ] -2- 
hydroxypropyl] -5-chloro- (CA INDEX NAME) 




482306-20-7 CAPLUS RN 482306-24-1 CAPLUS 

2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3, 5-dimethy 1-4- (3 -oxo-4- CN 2-Thiophenecarboxamide, N- [ 3- [ [ 3 -amino- 4- (3 -oxo-4 - 

morpholinyUphenyl] amino] -2-hydroxypropyl] - (CA INDEX NAME) morpholinyl ) phenyl] amino] -2 -hydroxypr opyl ] -5-chloro- (CA INDEX NAME) 
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- NH — CH2 — CH— CH2 — NH" 



RN 482306-25-2 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3-chloro-4- (2-methy 1-3- 
morpholinyDphenyl] amino] -2-hydroxypropyl]- (CA INDEX NAME) 



- C— NH— CH2~ CH— CH2 - NH 1 




RN 482306-26-3 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3-chloro-4- ( 2 -met hy 1-5-. 
morpholinyDphenyl] amino] -2-hydroxypropyl] - (CA INDEX NAME) 



- C— NH— CH 2 — CH— CH 2 — NH' 




RN 934274-22-3 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3-chloro-4- (3-oxo-4- 
morpholinyDphenyl] amino] -2-hydroxypropyl] - (CA INDEX NAME) 



C— NH— CH2~ CH— CH2 NH' 
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C— NH— CH 2 — CH— CH 2 — NH 



RN 482306-16-1 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ 2 -hydroxy-3 - [ [ 3 -met hy 1-4- (3- 
morpholinyDphenyl] amino] propyl ] - (CA INDEX NAME) 



Tit le compds . I [Rl = (un! subst it uted ben :o fused th iophsne ; 3.L = rr.or.o or 
polys ubst it uted aryl ring wherein when mono substituted the substituent is 
a covalently bound he tero cycle; R3-8 independently = H or alkyl] , and 
their pharmaceutically acceptable salts , are prepared and disclosed for 

in treatment of diseases related to the field of blood coagulation 
disorders . Thus , e.g., II was prepared by arnidat ion of 

( 5S ) -5- (aminomethyl ) -3- ( 3 -f luor o-4-morpholinophenyl) -1 , 3-oxazolidin-2-one 
with 5-chlorothiophene-2-carboxylic acid. I were evaluated for their 
ant ithr ombotic activity, e.g., II demonstrated an ED50 value of 10 rng/kg 

482305- 98-6P 482306-15-QP 482306-16-1P 

482306- 17-2P 482306-20-7P 482306-21-8P 
482306-22-9P 482306-23-0P 482306-24-1P 
482306-25-2P 482306-26-3P 934274-22-3P 
10Q8527-21-6P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); FACT 
(React ant or reagent ) 

(preparation of substituted oxazolidinones for use in treatment of 



. u: r.oc Liiti d w i I li blot 

482305-98-6 CAPLUS 
2-Thiophenecarboxamide 
rni > r pin > I i ny I i p li! ■ ny I | . un i 



5-chloro-N- [2-hydroxy-3- [ [4-(3- 
>]propyl]- (CA INDEX NAME) 



Me 



C NH CH2 CH CH2 NH 



RN 482306-17-2 CAPUTS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ 3 - [ [3-cyano-4-(3-oxo-4- 
morpholinyUphenyl] amino] -2 -hydroxypr opyl ] - (CA INDEX NAME) 



::— ::hl— z:n— oh jj— nh- 



RN 482306-20-7 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3 , 5 -dimethyl- 4- (3-oxc 
morpholinyl) phenyl] amino] -2 -hydroxypr opyl ] - (CA INDEX NAME ) 



C— NH— CH2 — CH— CH2~ NH - 



7} C— NH— CH2~ CH— CH2 - NH T>^ 



RN 482306-15-0 CAPLUS 
CN 2-Thiophenecarboxamide, 
5-chloro-N- [ 2-hydroxy-3- [ [4- (3- 
3- ( tr if luor omethy 1) phenyl \ 



4 -morpholinyl ) - 

propyl]- (CA INDEX NAME) 



RN 482306-21-8 CAPLUS 

CN 2-Thiophenecarboxamide, N- [ 3- [ [3- (amino car bony 1 ) -4- ( 4 - 

morpholinyl ) phenyl] amino] -2 -hydroxypr opyl ] -5-chloro- (CA INDEX NAME) 
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-NH— CH2~ CH— CH2~ NH' 



C— NH— CH2 — CH— CH2 — NH 



RN 482306-26-3 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3-chloro-4- ( 2 -methyl- 5- 
morpholinyDphenyl] amino] -2-hydroxypropyl] - (CA INDEX NAME) 



RN 482306-22-9 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ 2 -hydroxy -3- [ [3-methoxy-4- ( 4- 
morpholinyUphenyl] amino] propyl] - (CA INDEX NAME) 



C— NH C H 2 — C H CH 2 ~ NH 



RN 482306-23-0 CAPLUS 

CN 2-Thiophenecarboxamide, N- [ 3- [ [ 3 -acetyl -4- ( 4 -morpholinyl) phenyl] amino] -2- 
hydroxypropyl] -5-chloro- (CA INDEX NAME) 



•C— NH— CH2~ CH— CH 2 — NH f^j j ^ 



RN 934274-22-3 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3-chloro-4- (3-oxo-4- 
morpholinyl (phenyl] amino] -2 -hydroxypr opyl ] - (CA INDEX NAME ) 



- C— NH— CH2~ CH— CH2 NH' 



tto 



C— NH— CH 2 — CH— CH 2 — NH 



RN 482306-24-1 CAPLUS 

CN 2-Thiophenecarboxamide, N- [3- [ [3-amino-4- (3-oxo-4- 

morpholinyDphenyl] amino] -2 -hydroxypr opyl ] -5-chloro- (CA INDEX NAME) 



RN 1008527-21-6 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3-f luoro-4- (2-oxo-4- 
morpholinyDphenyl] amino] -2 -hydroxypr opyl ] - (CA INDEX NAME) 



"NH— CH2— CH— CH2" 



RN 482306-25-2 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3-chloro-4- (2-methyl-3- 
morpholinyl ) phenyl] amino] -2-hydroxypropyl] - (CA INDEX NAME) 



C— NH— CH 2 — CH— CH 2 — NH 
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CODEN: PIXXD2 
Patent 
German 



beth; Krahn, Thorn 
e A . -G . , Germany 
132pp. 



PATENT NO. 



APPLICATION NO. 



WO 2007039134 



WO 2006-EP9204 



AE, AG, AL, AM, AT, AU, AZ , BA, BB, 



BR, BW, BY, 



CN, CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, EG, ES, FI, GB, GD, 

GE, GH, GM, HN, HR, HU, ID, IL, IN, IS, JP, KE, KG, KM, KN, KP, 

KR, KZ, LA, LC, LK, LR, LS, LT, LU, LV, LY, MA, MD, MG, MK, MN, 

MW, MX, MY, MZ, NA, NG, NI , NO, NZ , OM, PG, PH, PL, PT, RO, RS, 

RU, SC, SD, SE, SG, SK, SL, SM, SV, SY, TJ, TM, TN, TR, TT, TZ, 

UA, UG, US, UZ, VC, VN, ZA, ZM, ZW 

RW: AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, HU, IE, 

IS, IT, LT, LU, LV, MC, NL, PL, PT, RO, SE, SI, SK, TR, BF, BJ, 



CF, CG, CI, CM, GA, GN, GQ, GW, ML, 



GM, KE, LS, MW, MZ , NA, SD, SL, SZ, TZ, UG, ZM, ZW, AM, AZ, 
KG, KZ, MD, RU, TJ, TM 



NE, SN, TD, TG, BW, GH, 
BY, 



DE 10200504 
AU 20062991 
CA 2624323 
EP 1933841 



JP 20095101 
IN 20Q8DN02 
MX 20080043 
NO 20080020 
KR 20080592 
CN 10132153 
US 20080306 
PRIORITY APPLN 



20080207 DE 200 5-10 200504 

20070412 AU 2006-299128 

20070412 CA 2006-2624323 

20080625 EP 2006-805807 

AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, HU 

RO, SE, 

20090312 JP 2008-533897 

20080627 IN 2008-DN2514 

20080421 MX 2008-4360 



20051004 
20060922 
20060922 
20060922 

IE, 



IS, IT, LI, LT, LU, LV, MC, NL, PL, PT, 



SI, SK, TR 



070 
INFO. 



20 08 06 26 
20 031210 
20081211 



JP 200 8- 

IN 200 3 ■ 

MX 200 8- 

NO 200 ':■ - 

KR 200 8- 

CN 2006 

US 200 ■ 

DE 200 5- 



2044 

710681 

80045567 

89169 

102005047 



20060922 
20080326 
20080401 
20080429 
20080502 
20080604 
20080605 
20051004 



WO 2006-EP9204 



W 20060922 



OTHER SOURCE (S) : 



MARPAT 146:421970 
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CH2-NH-CO^^jJ / 



Tit le compds 
= phenylene; 



substituted 2-thiophene with p. 
6 -member ed het er ocycle ; R3 



1:4 , 



H] 

and their pharmaceutically acceptable salts and formulations were 
prepared 

For example, coupling of amine II and 5-chlor ot hiophene-2 -car boxy lie acid 
afforded oxazolidinone III . In a blood-coagulation factor Xa inhibition 
assay, compound III exhibited an IC50 value of 43 nM . 
IT 482305-96-4P 482305-98-6P 482306-15-0P 
482306-16-1P 482306-17-2P 482306-20-7P 
482306-21-8P 482306-22-9P 482306-23-0P 
482306-24-1P 462306-25-2P 482306-26-3P 
934274-22-3P 

RL: RCT (Reactant); SPN (Synthetic preparat 
(Reactant or reagent) 

preparat ion of oxa - o j idinones for treat 

RN 482305-96-4 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3-f luoro-4- (3-oxo-4- 
morpholinyl) phenyl] amino] -2-hydroxypropyl ] - (CA INDEX NAME ) 



PREP (Preparation); RAC 
of cerebral cir culatory 



C— NH— CH2 — CH— CH2 — Nff 



RN 482305-98-6 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ 2 -hydroxy-3 - [ [ 4 - ( 3-oxo-4- 
morpholinyljphenyl] amino] propyl] - (CA INDEX NAME) 
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O OH 




RN 482306-15-0 CAPLUS 

CN 2-Thiophenecarboxamide, 

5-chloro-N- [2-hydroxy-3- [ [4- ( 3 -oxo-4 -morpholinyl ) - 

3- ( tr if luoromethyl) phenyl] amino ] propyl] - (CA INDEX NAME) 



O OH 




RN 482306-16-1 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ 2 -hydroxy-3 - [ [3-methyl-4- (3-oxo-4- 
morpholinyDphenyl] amino] propyl] - (CA INDEX NAME) 



O OH 




RN 4823 1] 6 — 17-2 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3-cyano-4- (3-oxo-4- 
morpholinyDphenyl] amino] -2-hydroxypropyl] - (CA INDEX NAME) 



O OH 




RN 482306-20-7 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3 , 5 -dimethyl-4- (3-oxo-4- 
morpholinyDphenyl] amino] -2-hydroxypropyl] - (CA INDEX NAME) 
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O OH 




RN 482306-21-8 CAPLUS 

CN 2-Thiophenecarboxamide, N- [3- [ [3- (amino car bony 1) -4- (4- 

morpholinyl)phenyl]amino]-2-hydroxypropyl]-5-chloro- (CA INDEX NAME) 




RN 482306-22-9 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ 2 -hydroxy-3 - [ [ 3 -methoxy-4 - ( 4- 
morpholinyDphenyl] amino] propyl] - (CA INDEX NAME) 



O OH OMe 




RN 482306-23-0 CAPLUS 

CN 2-Thiophenecarboxamide, N- [ 3- [ [ 3 -acetyl -4- ( 4 -morpho liny 1) phenyl ] amino ] -2- 
hydroxypropyl] -5-chloro- (CA INDEX NAME) 




RN 482306-24-1 CAPLUS 

CN 2-Thiophenecarboxamide, N- [3- [ [3-amino-4- (3-oxo-4- 

morpholinyl) phenyl] amino] -2-hydroxypropyl] -5-chloro- (CA INDEX NAME) 
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" NH— CH 2 — CH— CH 2 ~ NH" 



( Continued) 



432306-25-1 CAPLUS 
2-Thiophenecarboxami 
morpholinyl ) phenyl] a 



5-chloro-N- [3- [ [3-chloro-4- (2-methyl-3- 
o] -2-hydroxypropyl] - (CA INDEX NAME) 
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PATENT ASSIGNEE (S) : 

SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



CAPLUS COPYRIGHT 2005 ACS on STN 
200 7: 409419 CAPLUS 
146 :421968 



epa 



oli~i: 



microangiopathy 

Perzborn, Elisabeth; Misselw 

Bayer Healthcare A . -G . , Germ 

Ger . Often . , 84pp . 

COD EN : GWXXBX 

Patent 

German 



- C— NH— C H 2 C H CH 2 — NH — 







482306-26-3 CAPLUS 

2-Thiophenecarboxamide, 5-chloro 
morpholinyl)phenyl] a 



(( C— NH— CH 2 — CH— CH 2 - 



934274-22-3 CAPLUS 
2-Thiopheneca.rboxa.mide, 5-chlor c 
miii rpho.1 inyl S phenyl] amino] ■ -hydrozypr opy -1 









PATENT NO. 






KIND 


DATE 






APPLICATION 


NO. 




DATE 








DE 


10200504 


3824 








20070412 




DE 2005-10200504 


-^824 


20051010 








AU 


2006301650 




Al 




20070419 




AU 2006-301650 




20060927 








CA 


2624963 






Al 




20070419 




CA 2006-2624963 




20060927 




O 




WO 


2007042146 




Al 




20 0 70419 




WO 2006-EP9373 




20060927 










W: AE, 


AG, 


AL, 


AM, 


AT 


AU, 


AZ, 


BA 


BB, BG, BR, 


BW, 


BY, 


BZ, CA, CH, 










CN, 


CO, 


CR, 


CU, 


CZ 


DE, 


DK, 


DM 


DZ, EC, EE, 


EG, 


ES, 


FI, GB, GD, 










GE, 


GH, 


GM, 


HN, 


HR 


HU, 


ID, 


IL 


IN, IS, JP, 


KE, 


KG , 


KM, KN, KP, 


o 








KR, 


KZ, 


LA, 


LC, 


LK 


LR, 


LS, 


LT 


LU, LV, LY, 


MA, 


MD, 


MG, MK, MN, 












MX, 


MY, 


MZ, 


NA 


NG, 


NI, 


NO 


NZ, OM, PG, 


PH, 


PL, 


PT, RO, RS, 










RU, 


sc. 


SD, 


SE, 


S 3 


SK, 


SL, 


SM 


SV, SY, TJ, 


TM, 


TN, 


TR, TT, TZ, 


-[ [3- 




4- (2-rnethyl-5-oxo-4- 




UA, 


UG, 


US, 


uz. 


VC 


VN, 


ZA, 


ZM 


ZW 








apyl 




INDEX NAME) 




RW: AT, 


BE, 


B ::- , 


CH, 


CY 


CZ, 


DE, 


DK 


EE, ES, FI, 


FR, 


GB, 


GR, HU, IE, 










IS, 


IT, 


LT, 


LU, 


LV 


MC, 


NL, 


PL 


PT, RO, SE, 


SI, 


SK, 


TR, BF, BJ, 










CF, 


CG, 


CI, 


CM, 


GA 


GN, 


GQ, 


GW 


ML, MR, NE, 


SN, 


TD, 


TG, BW, GH, 










- 


KE, 


LS, 


MW, 


MS 


NA , 


SD, 


SL 


SZ, TZ, UG, 


ZM, 


ZW, 


AM, AZ, BY, 


Me 








KG, 


KZ, 


ME , 


RU, 


TJ 


1 M 




















EP 


1937271 






Al 




200:: 


0 7 01 




EP 2006-792284 




200 60 92 7 




O 






R: AT, 


BE, 


BG, 


CH, 


CY 


CZ, 


DE, 


DK 


EE, ES, FI, 


FR, 


GB, 


GR, HU, IE, 










IS, 


IT, 


LI- 


LT, 


LU 


LV, 


MC, 


NL 


PL, PT, RO, 


SE, 


SI, 


SK, TR 








JP 


2009511513 




T 




10090319 




JP 2008-534890 




20060927 


N T 






IN 


2008DN02613 




A 




20 0::: 0 7 04 




IN 2008-DN2613 




20080328 


o 






MX 
NO 


2008004705 
2008002120 




A 
A 




200:: 
20 0:: 


0 5 02 
0618 




MX 2008-4705 
NO 2008-2120 






20080409 
20080506 








KR 


2008067647 




A 




200:: 


0 711 




KR 2008-711170 




20080509 








CN 


101325957 




A 




20 081217 




CN 2006-80046367 




20080610 


-[ [3- 




4- (3-oxo-4- 


PRIORITY APPLN. 


11 IF . 














DE 2005-10200504 


3824A 20051010 



(CA INDEX NAME) 



WO 2006-EP9373 



W 20060927 



OTHER SOURCE (S) : 



MARPAT 146:421968 



C— NH — CH2 — CH — CH 2 — NH' 



KKKKkKMCE COUNT: 
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A 



* 7 R8 
. \1 I 
R3 R5 C-N-CO-Rl 

R6 I 





- NH — CH2 — CH — CH2 — NH" 



RN 482306-15-0 CAPLUS 
CN 2-Thiophenecarboxamide, 
5-chloro-N- [2-hydroxy-3- [ [4- (3- 
3- (tr if luoromethyl) phenyl ' 



CH2-NH-CO— ^JjJ 



AB Title compds . I [Rl = substituted 2-thiophene with provisos; R2 = D-A-; A 
= phenylene; D = 5 or 6-membered heterocycle; R3, R4, R5, R6, R7, R8 = H] 
and their pharmaceutically acceptable salts and formulations were 

p f epa [ ed 

For example, coupling of amine II and 5-chlor othiophen- 2- car boxy lie acid 
afforded oxazolidinone III. In a blood-coagulation factor Xa inhibition 
assay, oxazolidinone III exhibited an IC50 value of 43 nM . 
IT 482305-96-4P 482305-98-6P 482306-15-0P 
482306-16-1P 482306-17-2P 482306-20-7P 
482306-21-8P 482306-22-9P 482306-23-0P 
482306-24-1P 482306-25-2P 432306-26-3P 
934274-22-3P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(React ant or reagent ) 

(preparation of oxazolidinones for treatment of mi' 
RN 482305-96-4 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3-f luoro-4- (3-oxo-4- 
morpholinyDphenyl] amino] -2 -hydroxypr opyl ] - (CA INDEX NAME) 



PREP (Preparation) ; 
■r oa ng iopat h y ) 



4 -morpholinyl) - 

propyl]- (CA INDEX NAME) 



■ CH2" ■ NH 



482306-16-1 CAPLUS 

2-Thiophenecarboxamide, 5-chloro 
morpholinyl (phenyl] amino] propyl ] 



C— NH— CH 2 — CH— CH 2 — NH 



- [2-hydroxy-3- [ [3-methyl-4- (3- 

(CA INDEX NAME) 



482306-17-2 CAPLUS 

2-Thiophenecarboxamide, 5-chloro-N- [3-[ [3-cyano-4-(3-oxo-4- 
morpholinyDphenyl] amino] -2-hydroxypropyl] - (CA INDEX NAME) 



C— NH— CH 2 — CH— CH 2 — NH' 



432 30 5-93 -6 CAPLUS 
2-Thiophenecarboxami 
morpholinyl ) phenyl] a 



5-chloro-N- [ 2 -hydroxy-3- [ [4-(3- 
o]propyl]- (CA INDEX NAME) 



C— NH— CH 2 — CH— CH 2 — NH 



482306-20-7 CAPLUS 

2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3 , 5 -dimethyl- 4- (3-oxc 
morpholinyDphenyl] amino] -2-hydroxypropyl] - (CA INDEX NAME) 
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C— NH CH2 CH CH 2 NH 




- NH— CH 2 — CH CH 2 — NH" 



RN 482306-21-8 C A P L US 

CN 2-Thiophenecarboxamide, N- [3- [ [3- (aminocarbonyl) -4- (4- 

morpholinyDphenyl] amino] -2 -hydroxypr opyl ] -5-chloro- (CA INDEX NAME) 



RN 482306-25-2 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [ 3 -chlor o-4- ( 2 -met hy 1-3- 
morpholinyDphenyl] amino] -2 -hydroxypr opyl ] - (CA INDEX NAME) 



^[ J I C NH CH2 CH CH2 NH' 



C— NH— CH 2 — CH— CH 2 — NH J^^jj^ 



RN 482306-26-3 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [ 3 -chlor o-4- (2-methyl-5- 
morpholinyl) phenyl] amino] -2-hydr oxypr opy 1 ] - (CA INDEX NAME i 



RN 482306-22-3 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ 2 -hydroxy-3 - [ [ 3 -met hoxy-4 - (4- 
morpholinyl)phenyl]amino]propyl]- (CA INDEX NAME) 



OMe 

-cXo 



C— NH— CH2 — CH— CH 2 — NH 



RN 482306-23-0 CAPLUS 

CN 2-Thiophenecarboxamide, N- [ 3- [ [ 3-acetyl-4- ( 4-morpholiny 1) phenyl] amino] -2- 
hydroxypropyl] -5-chloro- (CA INDEX NAME) 



U C— NH— CH 2 — CH— CH 2 — NH r^ ;;> ''^ f 



RN 934274-22-3 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3-chloro-4- (3-oxo-4- 
morpholinyDphenyl] amino] -2-hydroxypropyl] - (CA INDEX NAME) 



-C— NH— CH2~ CH— CH2~ NH f |j p 



C— NH— C H 2 — C H— CH 2 — NH' 



RN 482306-24-1 CAPLUS 

CN 2-Thiophenecarboxamide, N- [ 3 - [ [ 3 -amino- 4- (3-oj£o-4- 

morpholinyl) phenyl] amino] -2 -hydroxypr opyl ] -5-chloro- (CA INDEX NAME) 
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CAPLUS COPYRIGHT 2009 ACS 
2006 : 1118093 CAPLUS 
145 :455001 



anticoagulants 



Gerdes, Christoph; Schlemmer, Karl-Hei: 
Bayer Healthcare AG, Germany 
Ger . Of fen., 24pp. 
COD EN : GWXXBX 



PATENT NO. 



DATI'". 



APPLICATION NO. 



DE 102005018 
CA 2605492 
WO 200611128 
WO 200611128 



20061026 
20061026 
20061026 
20 0 70215 



DE 2005-102005018690 
CA 2006-2605492 
WO 2006-EP3232 



20050422 
20060408 
20060408 



W: 



GE, GH, GM, HR, HU, ID, IL, 



AE, AG, AL, AM, AT, AU, AZ , BA, BB, BG, BR, BW, BY, BZ, CA, CH, 

CN, CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, EG, ES, FI , GB, GD, 

IS, JP, KE, KG, KM, KN, KP, KR, 

KZ, LC, LK, LR, LS, LT, LU, LV, LY, MA, MD, MG, MK, MN, MW, MX, 

MZ, NA, NG, NI, NO, NZ , OM, PG, PH, PL, PT, RO, RU, SC, SD, SE, 

SG, SK, SL, SM, SY, TJ, 

VN, YU, ZA, ZM, ZW 



TN, TR, TT, 17, UA, UC-, VI, Vi: , 



RW: AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, HU, IE, 

IS, IT, LT, LU, LV, MC, NL, PL, PT, RO, SE, SI, SK, TR, BF, BJ, 

CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG, BW, GH, 

GM, KE, LS, MW, MZ , NA, SD, SL, SZ, TZ, UG, ZM, ZW, AM, AZ, BY, 



KG, KZ, MD, RU, TJ, TM 



EP 1874764 



EP 2006-7241G 



20060408 



CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, HU, IE, 



IS, IT, LI, LT, LU, LV, MC, NL, PL, PT, RO, SE, SI, SK, TR 

T 20080911 



OTHER SOURCE (S) : 



WO 2006-EP3232 W 20060408 

CASREACT 145:455001; MARPAT 145:455001 



L8 ANSWER 11 OF 23 CAPLUS COPYRIGHT 2009 ACS on STN (Continued) 




Tit le compds . I [A = pyrrol idones , imidazolidinone, 2-oxazolidone , etc. ; 
Rl, R2 = H, halo, CN, etc.; R3 = H, alkyl, CN; Z = Ph , pyridinyl, 
pyr imidinyl, et c . ] and their pharmaceut ically acceptable salts and 
formulations were prepared For example , br omocyanate mediated 



afforded 



fid . 



Xa inhibition e^ss^y , compound III exhibited an IC50 value of 5.4 nM . 
IT 721401-53 -2P, 5-Chloro-N- [ (2R) -2-hydr oxy-3- [ [4- (3-oxo-4- 
morpholinyl ) phenyl] amino] propyl ] -2-thiophenecar boxamide 
RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); 
(Reactant or reagent ) 

(preparation of imino oxazolidines as anticoagulants ) 
RN 721401-53-2 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ ( 2R) -2-hydr oxy-3- [ [ 4 - (3-oxo-4- 
morpholinyDphenyl] amino] propyl ] - (CA INDEX NAME) 

Absolute stereochemistry . 
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class-directed 2D 
rally diverse acti 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE : 



fingerprint t 

Eckert, Hanna ; Bajorath, Juergen 
Department of Life Science Informatics, B-IT, 
Rheinische Fr iedi ich-Wi lhelrns -Uni ver s it aet , Bonn, 
D-53113, Germany 

Journal of Chemical Information and Modeling (2006), 

46 (6) , 2515-2526 

COD EN : JCISD8 ; ISSN : 15 49-9 596 
American Chemical Society 
Journal 
English 

Recent attempts to increase similar it y sear ch per f ormance using mol . 
fingerprints have mostly focused on the evaluation of alternative 
similar it y metr ics or scoring schemes , rather than the development of new 
types of fingerprints . A novel two-dimensional (2D) fingerprint design 
(property descriptor value range-derived fingerprint or PDR-FP) is 
introduced that involves activity -oriented selection of property 
des cr iptor s and the trans format ion of des cr iptor value ranges into a 
binary format such that each finger pr int bit position represents a 
specific value interval . The design is tailored toward multiple-template 
similar it y sear ch ing and permit s training on specific activity classes . 
In search calcns . on 15 compound classes of increasing structural 
rsity, 

the PDR fingerprint per formed better than other state-of-the-art 2D 
fingerprints . Among the structurally diverse classes were six compound 

with peptide character, which represent a notoriously difficult chemotype 
for 2D similarity searching. In these cases, PDR-FP produced promising 
results, whereas other fingerprint methods mostly failed. PDR-FP is 
specifically designed for search calcns . on structurally diverse compds . , 
and these calcns . are not inf luenced by mol . size effects , wh ich 




51 THERE ARE 51 CITED REFERENCES AVAILABLE FOR 

RECORD. ALL CITATIONS AVAILABLE IN THE RE 



. i gi tu ■ i . l I p j obi' 
r ep cesenl a1 ions 
697284-32-5 
RL : PAC (Pharma 
use); BIOL 



for 



i i i ,■ 



r chi 



ng bit string 



cological activity); PRP (Properties); THU (Therapeutic 
logical study); USES (Uses) 
(des ign and evaluation of class-directed two-dimensional mol . 
finger pr int to search for structurally diverse active compds . ) 
CAPLUS 



N 69728 
N 2-Thiophenecarboxamide 
-chloro-N- [ (1R) -3-methyl-l' 
morpholinyl ) phenyl] 



Absolute stereochemistry . 



[3-methyl-4- (3- 
car bony 1 ] butyl ] 



(CA INDEX NAME) 
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Ger lach, Kai; Priepke, Henning 

Wolfgang; Schuler -Met z, Annett 

Peter ; Dahmann, Georg 

Boehr inger Ingelheim Internat i 

U.S. Pat. Appl. Publ., 78 pp. 

COD EN : USXXCO 

Patent 

English 



Herbert ; Kuehn 



al GmbH , Germany 



PATENT NO. 

US 20060142 
DE 10200406 
CA 2592131 
WO 20060699 



263 
2544 



w : 



AE, AG, AL, 
CN, CO, CR, 



HATE 



APPLICATION NO. 



DATE 



20060629 
20060706 
20060706 
20060706 

AT, AU, AZ, : 
CZ, DE, DK, DM, DZ, EC, EE, EG, ES, FI , GB, GD, 



US 2005-275187 

DE 2004-102004062544 

CA 2005-2592131 

WO 2005-EP57018 



20051216 
20041224 
20051221 
20051221 



BG, BR, 



BY, BZ, CA, CH, 



GE, GH, GM, HR, HU, ID, IL, IN, IS, JP, KE, KG, KM, KN, KP, KR, 

KZ, LC, LK, LR, LS, LT, LU, LV, LY, MA, MD, MG, MK, MN, MW, MX, 

MZ, NA, NG, NI, NO, NZ , OM, PG, PH, PL, PT, RO, RU, SC, SD, SE, 

SG, SK, SL, SM, SY, TJ, TM, TN, TR, TT, TZ, UA, UG, US, UZ, VC, 

VN, YU, ZA, ZM, ZW 

RW: AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, HU, IE, 

IS, IT, LT, LU, LV, MC, NL, PL, PT, RO, SE, SI, SK, TR, BF, BJ, 

L, MR, NE, SN, TD, TG, BW, GH, 

GM, KE, LS, MW, MZ , NA, SD, SL, SZ, TZ, UG, ZM, ZW, AM, AZ, BY, 

KG, KZ, MD, RU, TJ, TM 

198 Al 20070926 EP 2005-826417 20051221 

AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, HU, IE, 



CF , CG , CI, CM , GA , GN , GQ , 



IS, 

JP 20085253' 

PRIORITY APPLN. I 



IT, LI, LT, 



DE JCC 4 -10 20 04 06 2544 A 20041224 



OTHER SOURCE (S) : 



WO 2005-EP57018 W 20051221 

CASREACT 145:103534; MARPAT 145:103534 
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R4 




Title compds. I [Z = (un) substituted heterocycle; Rl = H, halo, alkyl, 
etc.; R2 = H, halo or alkyl; R3 = H or alkyl; X = N or CH ; R4 and R5 
independently = H, OH, alkenyl, etc . ; B = (un) substituted 
othiophenyl, 

furanyl, naphthyl, etc. ] , and their pharmaceutically acceptable salts 
thereof, are prepared and dis closed as inhibitors of factor Xa . Thus , 

II was prepared in a mult istep synthesis concluding with the acylation o 
3- [ 4- (4-amino-2-oxopyrrolidin-l -y 1) -2 -chlor opheny 1] - [ 1 , 3 ] oxaz inan-2 -one 
trif luoroacetate (preparation given) with 5-bromothiophene-2-carboxylic 



All of the compds . tested had 
assays to determine inhibit ioi 



.n IC50 value of le 
of factor Xa . 
123-38-9P 

RL: RCT (Reactant ) ; SPN (Synthetic preparatio: 
(Reactant or reagent) 

(preparation of substituted pyrr olidinones 



than 10 |jmol/L 



PREP (Preparati 



ufacture and 



medicament s ) 
896123-38-9 CAPLUS 

2 -Thiophene carboxamide , 5-chlor o-N- [ 1 - ( hy dr oxymethy 1) -1 -met hy 1-3- [ [ 3- 
methyl-4- ( 3 -oxo-4 -morpholinyl ) pheny 1 ] amino] -3 -oxopr opyl ] - (CA INDEX 



O HO-CH 2 O 

II I II 

C— NH— C— CH 2 — C— NH" 

I 
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CAPLUS COPYRIGHT 2009 ACS on STN 
2006 : 2926 70 CAPLUS 
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Preparation of 2-thiophenecarboxamides as factor 
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Patent 
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PATENT NO. 
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APPLICATION NO. 
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OTHER SOURCE (S) : 



MAR PA T i 44 : 369905 




AB Title compds. I [Z = Ar (Rl ) (A) ( R2 ) ; A = (un) substituted pyrrolidones, 

thiazol idinones , xalerolact ims, etc.; Rl = H, halo, alkyl , etc. ; R2 = H, 
halo, alkyl; R3 = H, alkyl; R4, R5 = H, alkenyl, alkynyl, etc.] and their 
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pharmaceutically acceptable salts and formulations were prepd . For 
example, TBAF mediated deprotection of silyl alkyne II [Y = TMS] afforded 
claimed thiophenecarboxamide II [ Y = H] in 85% yield. In factor Xa 
inhibition assays, compds. exhibited IC50 values < 100 ^mol/L. 
869787-02-0P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(React ant or reagent ) 

(preparation of 2-thiophenecar boxamides as factor Xa inhibitors) 
869787-02-0 CAPLUS 

2-Thiophenecarboxamide, 5-bromo-N- [ 1 , 1 -dimethyl -2- [ [ 3 -methyl- 4- (3-oxo-4 - 
morpholinyliphenyl] amino] -2-oxoethyl] - (CA INDEX NAME) 
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Hands chuh, Sandra 
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Patent 
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CH 3 



CO NH 




The invention 
(I) , their tan 
particular the 
g. or 
organic acids 



o no ve 1 substit u ted - h io-hene-2-cai box amides , e.g. 
nant iomer s , diastereomer s , mints . and salts, in 
compatible salts of said compds . containing 



which exhibit an inhibitory effect ■ 



Factor Xa 



Thus 



3-chlo 



c-4-flu. 



o-l-n 



orpholine and 



nitro group reduce to the amine to prepare an intermediate (II) . 
5-Chlor othiophen-2-carboxylic acid was coupled with 2-aminopr op ionic acid 
Me ester hydrochloride, the product deest er if ied, and the resulting free 
oupled with II to give I . Title compds . exhibited anticoagulant 



agai 



Xa ( n 



rtibot 



data) , making them , 
data) . 



j it able for 



1082371-46- 
1082371-72- 

1082568- 99- 

1082569- 10- 
1083097-49- 



103 2 3 68 -9 5-? 10 82 36 8-98-6 10:3 2 3 6:3 -9 9 - 7 

1082369- 90-1 1082369-94-5 1082369-96-7 

1082370- 10-2 1082370-20-4 1082370-34-0 

1082370- 67-9 1082370-79-3 1082371-12-7 

1082371- 33-2 1082371-41-: 
1082371-53-6 1082371-68- 

1082568- 91-9 1082568-98- 

1082569- 06-9 1082569-09- 
1082569-11-6 1083097-46- 
1083097-51-1 1083097-53-3 1083097-54-4 
1083097-61-3 1083097-69-1 1083097-71-5 
1083097-72-6 1083097-78-2 1083097-80-6 
RL: PRPH (Prophetic) 

(Syn thesis of substituted amino acid thiophenecarboxamides for 
medicament s ) 
1082368-9 5-3 CAPLUS 
2-Thiophenecarboxamide, 
[1,1-bis (methoxymethyl) -2- [ [ 3-methyl-4- ( 3-oxo-4- 

morpholinyDphenyl] amino] -2-oxoethyl] -5-chloro- (CA INDEX NAME) 
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RN 1082368-98-6 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [2- [ [ 2 -f luor o- 5 -methyl -4 - (3-oxo-4- 
morpholinyl) phenyl] amino] -1 , 1 -dimet hy 1-2-oxoethyl ] - (CA INDEX NAME) 



Me O 

I II 

-NH— C— C— NH 

I 

Me 



RN 1082368-99-7 CAPLUS 

CN 2-Thiophenecarboxamide, 5-bromo-N- [ 2- [ [ 2-f luor o -5 -met hy 1-4- (3-oxo-4- 
morpholinyl) phenyl] me thy lamino] -1 , 1 -dimet hy 1-2-oxoethyl ] - (CA INDEX 

NAME) 



O Me O Me 

_^/ M < 

C— NH— C— C— N jr 



RN 1082369-90-1 CAPLUS 
CN 2-Thiophenecarboxamide, 5-bromo-N- [ 2- [ [3-cyano-4- (3- 



morpholinyl) phenyl] 



Me j 



] -1 , l-dimethyl-2-oxoethyl] - (CA INDEX NAME) 



RN 1082369-94-5 CAPLUS 

CN 2-Thiophenecarboxamide, N- [2- [ [ 3-bromo-4- (3-oxo-4- 

morpholinyl ) phenyl] amino] -1,1 -dimet hy 1-2-oxoethyl ] -5-chloro- (CA INDEX 
NAME) 




C— NH— C— CH 2~ °Me 

CH2 — OMe 



Me O 

I II 

^ lj C— NH— C— C— NH | j 
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1082369-9 6-7 CAPLUS 

2-Thiophenecarboxamide, 5-bromo-N- [ 2- [ [3-bromo-4- (3-oxo-4- 
morpholinyl)phenyl]amino]-l,l-dimethyl-2-oxoethyl]- (CA INDEX NAME) 



0 Me 0 

C— NH - C— C— NH' 



10823 70-10-2 CAPLUS 

2-Thiophenecarboxamide, 5-chloro-N- [ 2- [ [3-methoxy-4- ( 3-oxo-4- 
morpholinyl)phenyl]amino]-l,l-dimethyl-2-oxoethyl]- (CA INDEX NAME) 



( : M( I C" C Mil I 



10823 70-2 0-4 CAPLUS 
2-Thiophenecarboxamide, 
[1 , 1-bis (methoxymethyl) -2- [ 
morpholinyl)phenyl] a 



3-methyl-4- (3-OXO-4- 
-2 -oxoet hy 1] -5 -bromo - 



(CA INDEX NAME) 




RN 108 23 70-34-0 CAP L U S 

CN 2-Thiophenecarboxamide, 5-bromo-N- [ (IS) -2- [ [3-chloro-4- (3-oxo-4- 
morpholinyl)phenyl] amino] -1- (methoxymethyl) -1-methy 1-2-oxoethyl] 
INDEX NAME) 

Absolute stereochemistry . 
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(Continued) 




RN 1082370-67-9 CAPLUS 
CN 2-Thiophenecarboxamide, 5-bromo-N- [ (1R) -2-[ [3-chloro-4- (3- 



morpholinyl) phenyl] 
INDEX NAME) 



-1 - (methoxymethyl) -1 -met hy 1-2-oxoethyl ] - (CA 



Absolute stereochemistry . 




RN 10823 70-79-3 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ 2 - [ [ 3 -chlor o-4- ( 3 -oxo-4 - 

morpholinyl) phenyl] amino] -1, 1 -dimet hy 1-2-oxoethyl ] - (CA INDEX NAME) 



Me O 

I II 



RN 



1082371-12-7 CAPLUS 

2-Thiophenecarboxamide, 5-bromo-N- [ 1 , l-dimethyl-2 - [methyl [3-methyl-4- (3- 
oxo-4-morpholinyl)phenyl] amino] -2-oxoethyl] - (CA INDEX NAME) 
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O Me O Me 




RN 1082371-33-2 CAPLUS 

CN 2-Thiophenecarboxamide, 5-bromo-N- [2- [ [ 3-methoxy-4- (3-oxo-4- 

morpholinyDphenyl] amino] -1 , 1 -dimet hy 1-2-oxoethyl] - (CA INDEX NAME) 



O Me O 




RN 1082371-41-2 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 




CH2 1 'Mi ■ 



RN 1082371-46-7 CAPLUS 

CN 2-Thiophenecarbojiamide, 5-chloro-N- [2- [ [ 2 -f luor o-5-methyl-4- ( 3-oxo-4- 
morpholinyl) phenyl] methylamino] -1 , 1 -dimethy 1-2-oxoethyl] - (CA INDEX 

NAME) 



O Me O Me 




RN 1082371-53-6 CAPLUS 

CN 2-Thiophenecarboxamide, 5-bromo-N- [ 2- [ [ 2-f luor o-5 -methyl- 4- (3-oxo-4- 
morpholinyUphenyl] amino] -1, 1 -dimethy 1-2-oxoethyl ] - (CA INDEX NAME) 
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RN 10823 71-68-3 CAPLUS 
CN 2 -T h i op he ne car box amide, 

5-bromo-N- [1 , 1-dimethy 1-2- [ [ 3-methyl-4 - ( 3-thioxo-4 - 

morpholinyDphenyl] amino] -2-oxoethyl] - (CA INDEX NAME) 




RN 1082371-72-9 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [1 , 1 -dimethyl- 2- [methyl [ 3 -methyl -4- ( 3- 
oxo-4-morpholinyl)phenyl] amino] -2-oxoethyl] - (CA INDEX NAME) 




RN 1082568-91-9 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 




RN 1082568-98-6 CAPLUS 





L8 ANSWER 15 OF 23 CAPLUS COPYRIGHT 2009 ACS on STN (Continued) 




RN 1083097-46-4 CAPLUS 

CN 2-Thiophenecarboxamide, 5-bromo-N- [ 5- (dimethy larnino) -1- [ [ [ 3 -met hy 1-4- (3- 
oxo-4-morpholinyl Jphenyl] amino] carbonyl ] pentyl] - (CA INDEX NAME) 




RN 1083097-49-7 CAPLUS 

CN 2-Thiophenecarboxamide, N- [ 5- (acety lamino ) -1- [ [ [ 3 -met hy 1-4- (3-oxo-4 - 
morpholinyl)phenyl] amino] carbonyl ] pentyl] -5-bromo- (CA INDEX NAME) 




RN 1083097-51-1 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 
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(CH2 ) 4 — NH— S— Me 




RN 1083097-53-3 CAPLUS 

CN 2-Thiophenecarboxamide, 5-bromo-N- [ 1- [ [ [3 -methyl- 4- (3-oxo-4- 

morpholinyDphenyl] amino] carbonyl] -3- (met hy It hio) pr opyl ] - (CA INDEX 

NAME) 




RN 1083097-54-4 CAPLUS 

CN 2-Thiophenecarboxamide, 5-bromo-N- [ 1- [ [ [3 -methyl- 4- (3-oxo-4- 

rnor phol iny 1 ) phenyl] amino] carbonyl ] - 3- (methy Is ulfonyl) propyl ] - (CA INDEX 
NAME) 



CH2 — CH2 — S — Me 




RN 1083097-61-3 CAPLUS 

CN 2H-Tetrazole-5-butanamide, a- [ [ (5-bromo-2-thienyl) carbonyl] amino] -N- 
[3-methyl-4-(3-oxo-4-morpholinyl)phenyl]- (CA INDEX NAME) 
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N N 

H 



RN 1083097-69-1 CAPLUS 

CN 2-Thiophenecarboxamide, 5-bromo-N- [ 3-methyl -1 - [ [ [ 3-methyl-4 - ( 3-oxo-4- 
morpholinyUphenyl] amino] carbonyl ] but yl ] - (CA INDEX NAME) 




RN 1083097-71-5 CAPLUS 

CN Pentanoic acid, 4- [ [ ( 5-br omo-2-thieny 1) carbonyl ] amino] -5- [ [ 3-methyl-4- ( 3- 
oxo-4-morpholinyl)phenyl] amino] -5-oxo-, methyl ester (CA INDEX NAME) 



O CH2~ CH2~ C— OMe 




RN 1083097-72-6 CAPLUS 

CN Pentanediamide, 2- [ [ ( 5-bromo- 2-th ienyl) carbonyl] amino] -N5 , N5 -dimethyl -Nl- 
[3-methyl-4-(3-oxo-4-morpholinyl)phenyl]- (CA INDEX NAME) 
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O CH2 — CH2 — C — NMe2 




RN 1083097-78-2 CAPLUS 

CN 2-Thiophenecarboxamide, 5-bromo-N- [ 2-methoxy-l- [ [ [ 3 -methy 1-4- ( 3 -oxo-4 - 
morpholinyl (phenyl] amino] carbonyl ] propyl] - (CA INDEX NAME) 



. Me 




RN 1083097-80-6 CAPLUS 

CN 7-Oxabicyclo [2.2.1] hept -5 -ene-2 -acetamide , 

a.- [ [ ( 5-br omo-2-th ienyl) carbonyl ] amino ] -N- [3 -methy 1-4- (3-oxo-4- 
morpholinyDphenyl] - (CA INDEX NAME) 




IT 869785-22-8P 

RL: PAC (Pharmacological activity) ; RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(preparation of substituted amino acid thiop heneca r bo:-: amides for use 

medicaments) 
RN 869 785-22-8 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ (1R) -2- [ [ 3-methyl-4 - ( 3-oxo-4- 

morpholinyl) phenyl] amino] -2-oxo-l - [ (pheny lmethoxy ) methyl] ethyl] - (CA 
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INDEX NAME) 



(Continued) 




811450-61-OP 811811-33-3P 869786-87-8P 

869786-89-0P 869786-92-5P 869786-94-7P 

869786- 96-9P 869786-98-1P 869787-00-8P 

869787- 02-QP 869787-05-3P 869787-22-4P 
869787-31-5P 869787-33-7P 869787-38-2P 
869787-40-6P 869787-42-8P 869787-48-4P 
869787-50-8P 869787-52-0P 869787-55-3P 
869787-57-5P 869787-59-7P 869787-73-5P 
869787-75-7P 

RL : PAC (Pharmacological activity); SPN (Synthetic preparation); THU 

(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 



(Us- 



(preparatio 



Qbst Ltuted . 



med i cament s ) 
RN 811450-61-0 CAPLUS 
CN 2-Thiophenecarboxamide, 

5-chloro-N- [ (1R) -1 - ( hydr oxymet hy 1) -2- [ [ 3 -met hy 1-4- 
( 3-oxo-4-morpholiny 1) phenyl ] amino] -2-oxoethyl ] 

Absolute stereochemistry . 



e car box am ides for 



(CA INDEX UAME 




811811-33-3 CAPLUS 
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CN 2 -Thiophene carboxamide , 

5-chloro-N- [ (1R) -1- (methoxymethyl) -2- [ [3 -methyl- 4- 

(3-oxo-4-morpholinyl)phenyl]amino] -2-oxoethyl] - (CA INDEX NAME) 

Absolute stereochemistry . 




TO 



RN 869786-87-8 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [2- [ [3-chloro-4- (3-oxo-4- 

morpholinyl)phenyl]amino] -1 -met hy 1-2-oxoethyl ] - (CA INDEX NAME) 



Me O 

I II 

^ lj C— NH— CH— C— NH |i 



RN 869786-89-0 CAPLUS 

CN 2-Thiophenecarboxamide, 5-bromo-N- [ (1R) -1- (methoxymethyl) -2- [ [3 -methyl 
(3-oxo-4-morpholinyl)phenyl] amino] -2-oxoethyl] - (CA INDEX NAME) 

Absolute stereochemistry . 




869 786-92-5 CAPLUS 
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CN 2-Thiophenecarboxamide, 

5-chloro-N- [ (1R) -2- [ [2-f luoro-5-methyl-4- (3-oxo-4- 

morpholinyliphenyl] amino] -1- (methoxymethyl) -2-oxoethyl] - (CA INDEX NAME) 

Absolute stereochemistry . 



,OMe 




Absolute stereochemistry . 



OMe 

O 




RN 869 78 6-96 -9 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [2- [ [ 2 -f luor o-5-methyl-4- ( 3-oxo-4- 
morpholinyDphenyl] amino] -1 -met hy 1-2-oxoethyl] - (CA INDEX NAME) 



O Me O 
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CN 2-Thiophenecarboxamide, 5-chloro-N- [1 -methyl- 2- [ [ 3 -methyl -4- ( 3-thioxo- 
mor pholinyl ) pheny 1] amino] -2 -oxoethy 1] - (CA INDEX NAME) 




RN 869787-00-8 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [1, 1 -dimethyl- 2- [ [ 3 -methyl -4- ( 3-oxc 
morpholinyl)phenyl]amino] -2-oxoethyl] - (CA INDEX NAME) 




RN 869787-02-0 CAPLUS 

CN 2-Thiophenecarboxamide, 5-bromo-N- [1, 1 -dimethyl -2 - [ [3 -methyl- 4- (3-oxo- 
morpholinyDphenyl] amino] -2-oxoethyl] - (CA INDEX NAME) 




RN 869787-05-3 CAPLUS 

CN 2-Thiophenecarboxamide, 

5-chloro-N- [ (IS) -1- (methoxymethyl) -2- [ [3-methyl-4- 

(3-oxo-4-morpholinyl)phenyl]amino] -2-oxoethyl] - (CA INDEX NAME) 

Absolute stereochemistry . 



RN 869786-98-1 CAPLUS 
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(Continued) 




RN 869787-22-4 CAPLUS 

CN 2-Ihiophenecarboxamide, 5-bromo-N- [ (IS) -1- (methoxyrnethyl) -2- [ [3-methyl-4- 
(3-oxo-4-morpholinyl) phenyl] amino] -2-oxoethyl] - (CA INDEX NAME) 

Absolute stereochemistry . 




RN 869787-31-5 CAPLUS 

CM 4 Py ! Ld iin-. fi i < if:., l [i. mi i dt:T , a.- [ [ ( 5 -chlor o-2-thieny 1) carbon y 1 ] amino] -N- [ 3 - 
met hy 1-4- ( 3 -oxo-4 -morpholinyl )pheny 1] -, (aR)- (CA INDEX NAME) 

Absolute stereochemistry . 



CI 




RN 869 78 7-33-7 CAPLUS 

CN 4-Pyr idinepropanamide , a- [ [ ( 5 -bromo-2 -thienyl ) car bony 1] amino] -N- [ 3- 
methyl-4- (3-oxo-4-morpholinyl)phenyl] -, (aR) - (CA INDEX NAME) 

Absolute stereochemistry . 




RN 869787-38-2 CAPLUS 

CN 2 -Thiophenecarboxami.de, 5-bromo-N- [ (1R) -1 - (methoxymethy 1) -2- [methyl [3- 

methyl-4- ( 3 -oxo-4-morpholinyl ) phenyl] amino] -2-oxoethyl] - (CA INDEX NAME) 

Absolute stereochemistry . 
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MeO. 
0 ^ Me 




RN 869787-40-6 CAPLUS 

CN 3-Pyr idineacet amide , a- [ [ ( 5 -chlor o- 2- thienyl) car bony 1 ] amino] -N- [3- 
methyl-4- ( 3 -oxo-4 -morpholinyl )phenyl] - (CA INDEX NAME) 




RN 869787-42-8 CAPLUS 

CN 2-Thiophenecarboxamide, 5-bromo-N- [2- [ [3-chloro-4-(3-oxo-4- 

morpholinyDphenyl] amino] -1 , 1 -dimet hy 1-2-oxoethyl ] - (CA INDEX NAME) 



O Me O 




RN 869787-48-4 CAPLUS 

CN 2-Pyrazineacetamide, a- [ [ ( 5 -chlor o-2-thieny 1) carbonyl] amino] — N— [3- 
methyl-4- ( 3 -oxo-4 -morpholinyl ) phenyl] - (CA INDEX NAME) 
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CI 




RN 869787-50-8 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ (1R) -2- [ [ 3-methyl-4 - ( 3-oxo-4- 
morpholinyl)phenyl]amino]-2-oxo-l-phenylethyl]- (CA INDEX NAME) 

Absolute stereochemistry . 




RN 869787-52-0 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ (IS) -2- [ [ 3-methyl-4 - ( 3-oxo-4- 
morpholinyDphenyl] amino] -2 -oxo-1 -pheny lethyl ] - (CA INDEX NAME) 

Absolute stereochemistry . 
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RN 869 78 7-55-3 CAPLUS 

CN 2-Ihiophenecarboxamide, 5-bromo-N- [ (1R) -1- (methoxymethyl) -l-methyl-2- [ [3- 
methyl-4- ( 3 -oxo-4 -morpholinyl ) phenyl] amino] -2-oxoethyl] - (CA INDEX NAME) 





869787-73-5 CAPLUS 
lH-Pyrazole -3 -acetamide , 
methyl-N- [3-methyl-4- (3-. 



[ [ ( 5 -chlor o-2-thieny 1) carbonyl] 
-4-morpholinyl)phenyl] - (CA INDEX NAME) 



RN 869787-57-5 CAPLUS 

CN 2-Thiophenecarboxamide, 

5-chloro-N- [ (IS) -1 - (methoxymethyl) -l-methyl-2 
methyl- 4- ( 3 -oxo-4 -morpholinyl ) phenyl] 



Absolute stereochemistry . 



(CA INDEX NAME) 





RN 869787-75-7 CAPLUS 

CN Butanoic acid, 3- [ [ (5-bromo- 2-thienyl ) car bony 1] amino] -4- [ [3-methyl-4- (3- 
oxo-4-morpholinyl)phenyl]amino] -4-oxo-, methyl ester (CA INDEX NAME) 



RN 869787-59-7 CAPLUS 

CN 2-Thiophenecarboxamide, 5-bromo-N- [ (IS) -1- (methoxymethyl) -l-methyl-2- [ [3- 
methyl-4- (3-oxo-4-morpholinyl)phenyl] amino] -2-oxoethyl] - (CA INDEX NAME) 

Absolute stereochemistry . 



O CH2 — C— CMe 

ii i r i 

C— NH— CH — C— MU L ^ J 
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Wolfgang; Schuler -Met 
Hands chuh, Sandra 
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U.S. Pat. Appl. Publ., 62 pp. 
COD EN : USXXCO 
Patent 
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INVENTOR (S) : 



DOCUMENT TYPE: 
LANGUAGE : 
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PATENT INFORMATION: 

PATENT NO. 



enning; Gerlach, Kai; W: 
Annette; Nar, Herbert ; 



al GmbH , Germany 



KIND DATE 



US 20050256107 
CA 2562714 
WO 2005111013 



AE, AG, AL, 



200511 17 
20 051 1 2 4 
20 051 124 
AM, AT, AU, AZ, 



CO, CR, CU, CZ, DE, DK, 
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US 2005-125493 
CA 2005-2562714 
WO 200f -EP49 74 
BA, BB, BG, BR, BW, 
DM, DZ, EC, EE, EG, 



DATE 



20050510 
20050507 
20050507 
BY, BZ, CA, CH, 
ES, FI, GB, GD, 
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y.z , 
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RW: BW, GH, GM, KE, LS, MW, MZ , NA, SD, SL, 



FR, GB, GR, HU, 



TM , AT , BE , BG , CH, CY , 
IE, IS, IT, LT, LU, MC, 



CZ, DE, DK, 



SK, TR, BF, BJ, CF, CG, CI, CM, GA, 



GQ, GW, ML, 



EP 1748997 
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EP 2005-745599 



AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, HU, IE, 
IS, IT, LI, LT, LU, MC, NL, PL, PT, RO, SE, SI, SK, TR, BA, HR, 

T 20071220 



OTHER SOURCE i S .1 : 



WO 2005-EP4974 W 20050507 

CASREACT 143:477842; MARPAT 143:477842 
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AB The present invention relates to substituted thiophene- 2 -car boxy lie acid 
amides of general formula I, (wherein Rl = H, F, CI, Br, or I, 
(un)substituted Cl-3-alkyl or Cl-3-alkoxy; R2 = H, halogen, or 
Cl-3-alkyl; 

R3 = H or Cl-3-alkyl; R4 and R5 = H, C2 -6 -alkenyl , or C2-6-alkynyl group, 
(un (substituted CI -6 -alky 1, CO, amino car bony 1, Cl-5-alkylaminocarbonyl, 
C3-5-cycloalkylaminocarbonyl, Cl-5-alkoxy car bony 1 , 
C4-6-cycloalkyleneiminocarbonyl, (un) substituted Ph, heteroaryl, 
cycloalkyl, cycloalkyleneimino; R4 and R5 together with C form an 
(un ) subst ituted C3 -8 -cycloalkyl or C3-8-cycloalkenyl group that may form 



bridged group; R6 = H, F, CI, Br, I, nitrile , Cl-3-alkyl , or 
Cl-3-alkoxy 

group, optionally substituted with F; A = substituted heterocycle) , the 
tautomers , the enantiomer s, the diastereomer s , the mixt s . thereof and the 
salts thereof, particularly the physiol . acceptable salts thereof with 
inorg. or organic acids or bases, which have valuable properties . I 

antithrombotic activity and factor Xa-inhibiting activity . The present 
application thus relates to the new compds . of the above general formula 
I, the preparation thereof, the pharmaceutical compns . containing the 
Pharmacol . 

effect ive compds . , the pr epar at ion and use thereof . For example, II was 
prepared 

from 2- [ ( 5-chlorothiophene-2-carbonyl ) amino ] propionic acid and 
3-bromo-4 -( 4-methylpiperazin-l-yl) aniline with TBTU and TEA in DMF . All 
the compds . tested had an IC50 of < 100 |imol/L against human factor Xa . 
IT 1056990-26-1 1056990-27-2 
RL: PRPH (Prophetic) 

(Substituted thiophene car boxamides , process for their preparation 

use as antithrombotics and factor Xa inhibitors) 
RN 1056990-26-1 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [1 , 1 -dimethyl- 2- [ [ 3 -methyl -4- ( 4- 
morpholinyl)phenyl]amino] -2-oxoethyl] - (CA INDEX NAME) 



Me O 

I II 



P- 3 R4 R 5 O 



RN 1056990-27-2 CAPLUS 

CN 2-Thiophenecarboxamide, 5-bromo-N- [ (lR)-2-[ [ 3 -chlor o-4- ( 4 - 

morpholinyDphenyl] amino] -1- (methoxymethyl) -2-oxoethyl] - (CA INDEX NAME) 

Absolute stereochemistry . 
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IT 869 54 7-98 -8P, 5-Bromothiophene-2-carboxylic acid 

N- [1- [ [3-chloro-4- (morpholin-4-yl ) phenyl] carbamoyl] -1 -met hylethyl] amide 
869548-04 -9P, 5-Chlor othiophene-2 -car boxy lie acid 

N- [1- [ [3-chloro-4- (morpholin-4-yl) phenyl] carbamoyl] ethyl] amide 
869548-14 -IP, 5-Chlor othiophene-2 -car boxy lie acid 

N- [ 1- [ [ 3-chloro-4- ( morpholin- 4 -yl ) phenyl] carbamoyl] -1 -met hylethyl ] amide 
RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 

(Uses) 

(drug candidate; substituted thiophene car boxamides, process for their 
preparation and their use as antithrombotics and factor Xa inhibitors) 

RN 869 54 7-98-8 CAPLUS 

CN 2-Thiophenecarboxamide, 5-bromo-N- [ 2- [ [ 3-chloro-4 - ( 4- 

morpholinyDphenyl] amino] -1 , 1 -dimet hy 1-2-oxoethyl ] - (CA INDEX NAME) 



O Me O cl 




RN 869548-04-9 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [2-[ [3-chloro-4- (4- 

morpholinyl)phenyl]amino]-l-methyl-2-oi:oethyl]- (CA INDEX NAME) 




RN 869548-14-1 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [2- [ [3-chloro-4- (4- 

morpholinyl) phenyl] amino] -1 , 1 -dimet hy 1-2-oxoethyl ] - (CA INDEX NAME) 
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OTHER SOURCE iSi : CASREACT 143:230189; MARPAT 143:230189 

AB The invention relates to p-amino acid derivs. 

R-Q-NHCR3R4CR5R6CONR1 -R2-V-G-M [R is mono- or bicyclic heterocyclyl 
( benz imidazolyl , 1 , 3-benzodioxoly 1, benzof uranyl, etc.) ; Q is a direct 
bond or alkylene containing sulfonyl, imino and C02 groups; Rl is H, 
(un) substituted alkyl, aryl or heterocyclyl; R2 is a direct bond or 
alkylene; V, M are independently (un) substituted aryl, heterocyclyl or 
other cyclic group; G is a direct bond, (CH2) 0— 2, alkylene containing 
sulfonyl, imino, S, etc . ; R3-R6 are independently H, halo, alkyl, Ph, 
heterocyclyl, etc . ( including stereoisomers and physiol . -tolerable 
salts)], which are reversible inhibitor s of the blood clotting enzymes 
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factor Xa and/or factor Vila and exhibit a strong ant 
Thus, 5-chloro-2-thiaphenecar boxy lie acid 
2- [ 4- (3 -oxomorpholin-4-yl ) pheny lcar bamoyl ] ethylamide 



i = 30 nM for inhibition of factor 
97284-55-2P 863015-68-3P 
L: PAC (Pharmacological activity) ; 
(Therapeutic use) ; BIOL (Biological 



I) 



SPN (Synthetic preparati 
study); PREP (Preparatio 



n) ; THU 
) ; USES 



(preparation of p-ai 
69728 4-55-2 CAPLUS 
2-Thiophenecarbaxamide. 
morpholinyl (phenyl] 



acid deri 



factor Xa inhibitors ) 



(CA INDEX NAME) 



-NH— CH2 — CH2 - 




863015-68-3 CAPLUS 

2-Thiophenecarboxamide, 5-chloro-N- [ 2 , 2 -dif luor 0-3- 
morpholinyDphenyl] amino] propyl] - (CA INDEX NAME) 



C— NH— CH 2 — CF 2 ~ 
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20040506 
20040506 

20040506 
20061023 
A 20030519 

W 20040506 



_/=\_ K 

Ly" "\A 



CH 2 -N CO— <^ | 



AB Title compds. I [A = S(0)0, S(02)0, S(0)NR5, etc.; M = (un) substituted 
aryl, pyx idyl, pyrimidyl, etc . ; Rl = (un) substituted aryl, heteroaryl, 
heterocycly 1, etc.; R2 = (un)substituted aryl, pyr idy 1, pyr imidyl , etc.; 
R3 = H, alkyl; R4 = H, (un) substituted alkoxy carbonyl , 

alky laminocarbonyl, 

etc.; R5 = H, alkyl; Y = O, S] and their pharmaceut ically acceptable 

salts 

and formulations were prepared For example , N, N ' -thiocar bony ldiimidazole 
mediated cyclizat ion of aminoalc . II , e.g., prepared from 
1- ( 4-aminopheny 1) imidazolidin-2 -one and 

5-chloro-N- ( ( 2S) -2-oxiranylmethyl ) - 2 thiophenca r box amide, afforded 
thiooxazolidone III in 22% yield. Compds . I are claimed useful for the 
treatment of thromboembolic illnesses . 
IT 721401-53-2P, 5-Chloro-N- [ ( 2R) -2-hydroxy-3- [ [4- (3-oxo-4- 
morpholinyl) phenyl] amino] propyl] -2-th iophen car boxamide 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); PACT 
(Reactant or reagent ) 

(preparation of thiooxazolidones and related compds . for the 
treatment of 

thromboembolic illnesses ) 
RN 721401-53-2 CAPLUS 

CN 2 -Thiophene car boxamide, 5-chloro-N- [ (2R) -2-hydroxy-3- I [4- (3-oxo-4- 
morpholinyl)phenyl]amino]propyl]- (CA INDEX NAME) 

Absolute stereochemistry . 
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14(23), 5817-5822 
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Jouj na i 
Eng I i sh 

CASREACT 142:68502 
Neutral chlorothiophenecarboxamides bearing an amino acid and a 
substituted aniline were synthesized and investigated for their factor Xa 
inhibitory activity in vitro . From selected 2-rnethy lphenyl morpholinones 
the solution properties were determined The most soluble and act ive 
compds . were 

then invest igat ed in different an imal species to compare the 
pharmacok inet ic parameter s . This led to a potent , water soluble and 
orally 

bioavailable candidate for further development : EMD 495 23 5 . 
IT 697284-28-9 697284-31-4 697284-42-7 
697284-53-0 697284-59-6 811450-48-3 
811450-49-4 811450-50-7 811450-51-8 
811450-52-9 811450-63-2 811450-65-4 
811450-67-6 811450-69-8 

RL: PAC (Pharmacological activity); BIOL (Biological study) 

(chlorothiophenecar boxamide inhibition of blood coagulation factor Xa) 
RN 697284-28-9 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ ( IS ) -3 -methyl -1 - [ [ [4- (3-oxo-4- 
morpholinyDphenyl] amino] carbonyl] butyl] - (CA INDEX NAME) 

Absolute stereochemistry . 




CN 



697284-31-4 CAPLUS 

2-Thiophenecarboxamide, 5-chloro-N- [ (1R) -3-methyl-l - [ [ [4- (3-oxo-4- 
morpholinyDphenyl] amino] carbonyl] butyl] - (CA INDEX NAME) 
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Absolute stereochemistry . 

O i-B.u 




morpholinyDphenyl] amino] carbonyl] butyl] - (CA INDEX NAME) 
Absolute stereochemistry . 
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RN 697284-59-6 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [2-OXO-2- [ [4- (3-oxo-4- 
morpholinyDphenyl] amino] ethyl] - (CA INDEX NAME) 




RN 811450-48-3 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ (1R) -l-methyl-2 -oxo-2 - [ [4-(3-oko-4- 
morpholinyDphenyl] amino] ethyl] - (CA INDEX NAME) 

Absolute stereochemistry . 




morpholinyl)phenyl]amino] carbonyl] propyl] - (CA INDEX NAME) 



Absolute stereochemistry . 




RN 811450-50-7 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ (1R) -1- [ [ [4- (3-oxo-4- 
morpholinyUphenyl] amino] carbonyl] butyl] - (CA INDEX NAME) 
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RN 811450-69-8 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ ( 1R) -1- (ethoxyrnethyl) -2- [ [3-methyl-4- 
(3-oxo-4-morpholinyl) phenyl] amino] -2-oxoethyl] - (CA INDEX NAME) 

Absolute stereochemistry . 



, OEt 

O : 




IT 811811-33-3P, EMD 495235 

RL : PAC (Pharmacological activity) ; PKT (Pharmacokinetics) ; PRP 
(Properties); SPN (Synthetic preparation); BIOL (Biological study); PEEP 
(Preparation) 

( chlor othiophenecarboxamide inhibition of blood coagulat ion factor Xa) 
RN 811811-33-3 CAPLUS 
CN 2-Thiophenecarboxamide, 

5-chloro-N- [ (1R) -1- (methoxymethy 1) -2- [ [3-methyl-4- 

(3-oxo-4-morpholinyl)phenyl]amino]-2-oxoethyl]- (CA INDEX NAME) 

Absolute stereochemistry . 




IT 697284-32-5 697284-39-2 697284-41-6 
811450-61-0 811450-71-2 811450-73-4 

RL: PAC (Pharmacological activity); PRP (Properties); BIOL (Biological 
study) 

(chlor othiophenecarboxamide inhibition of blood coagulation factor Xa) 
RN 697284-32-5 CAPLUS 
CN 2-Thiophenecarboxamide, 

5-chloro-N- [ (1R) -3 -met hy 1-1- [ [ [3-methyl-4- (3-oxo-4- 

morpholinyljphenyl] amino] carbonyl] butyl] - (CA INDEX NAME) 

Absolute stereochemistry . 



O i-Bu 




RN 697284-39-2 CAPLUS 

CN 2-Thiophenecarboxamide, 

5-chloro-N- [ (1R) -l-methyl-2- [ [ 3-methyl-4- ( 3-oxo-4- 

morpholinyl)phenyl]amino] -2-oxoethyl] - (CA INDEX NAME) 

Absolute stereochemistry . 
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,9 Me 




RN 697284-41-6 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ (1R)-1- [ [ [3-methyl-4- (3-oxo-4- 
morpholinyUphenyl] amino] carbonyl] propyl] - (CA INDEX NAME) 

Al >.-;< > I 1 1 I i ■ r: I. ■ ■ <:■--< K.'li' rn i :: I i y - 



O Et 




RN 811450-61-0 CAPLUS 

CN 2-Thiophenecarboxamide, 

5-chloro-N- [ (1R) -1 - ( hydr oxymet hy 1) -2- [ [3-methyl-4- 

(3-oxo-4-morpholinyl) phenyl] amino] -2-oxoethyl] - (CA INDEX NAME) 

Absolute stereochemistry . 



OH 

O ■ 
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RN 811450-71-2 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ (1R) -2- [ [ 3-methyl-4 - ( 3-oxo-4- 

morpholinyl)phenyl]amino] -2 -oxo-1 - (pr opoxymethy 1) ethyl] - (CA INDEX NAME) 

Absolute stereochemistry . 




RN 811450-73-4 CAPLUS 

CN 2-Thiophenecarboxamide, 

5-chloro-N- [ (1R) -l-[ ( 2 -met hoxyet hoxy ) met hy 1] -2- [ [3- 

methyl-4- (3-oxo-4-morpholinyl)phenyl] amino] -2-oxoethyl] - (CA INDEX NAME) 

Absolute stereochemistry . 
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2004:564131 CAPLUS 
141 :106454 

Procedure for the product! 
5-Chloro-N- ( { (5S) -2-oxo-3- 



IN VENT OR ( S ) : 

PATENT ASSIGNEE f S) : 

SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC . NUM. COUNT: 
PATENT INFORMATION: 



phenyl] -1,3 
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Thomas, Christian ] 
Bayer Healthcare A 
Ger . Often . , 8 pp . 
CODEN: GWXXBX 
Patent 
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1 



lidi: 



-5-yl}-methyl)-2- 



-4-morpholinyl) - 



PATENT NO. 



DE 10300111 
CA 2512504 
WO 2004060387 



APPLICATION NO . 



DE 2003-10300111 
CA 2003-2512504 
WO 2003-EP14871 



AE, AG, AL, AM, AT, AU, AZ , BA, BB, BG, 



CN, CO, CR, 
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20031224 
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BY, KG, KZ, MD, RU, TJ, TM, AT, BE, BG, CH, CY, CZ, DE, DK, EE, 



ES, FI, FR, GB, GR, HU, IE, IT, LU, MC, NL, PT, RO, SE, SI, SK, 
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20 040723 
20 0 51012 
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EP 2003-814467 



20031224 
20031224 



AT, BE, CH, DE, DK, ES, FR, GB, GR, IT, LI, LU, NL, SE, MC, PT, 
IE, SI, LT, LV, FI, RO, MK, CY, AL, TR, BG, CZ, EE, HU, SK 



JP 2006513227 
US 20070149522 
I'k l> ■[■-. I TV AM'I.M . I [■■If. .. 



20060420 JP 2004-564216 

20070628 US 2006-538342 

DE 2003-10300111 



20031224 
20060605 
20030107 



WO 2003-EP14871 



OTHER SOURCE (S) : 



CAS REACT 141:106454 




AB The present invention concerns a procedure for the production of 
5-chloro-N- ( { ( 5S) -2-oxo-3- [ 4 - ( 3-oj£o-4-morpholinyl) phenyl] -1, 3-oxazolidin-5- 



e-2-carbonyl 
h SOC12 in PhMe , 



L8 ANSWER 20 OF 23 CAPLUS COPYRIGHT 2009 ACS on STN (Co: 
yl] —methyl) —2— thiophej" car boxamide (I) , from 5-chlor othiophi 
::'.loi" i~ e , i ':z - : - ■=". i~ c" ropane-1 , 2 -diol and 

4- ( 4-aminophenyl) -3-morpholinone . Thus , I was pr epd . from 

5— chlorothiophene— 2— carboxylic acid via chlorinati 
amidation with (2S) -3-aminopropane-l , 2-diol hydroc 
r eg io selectively brominated with HBr in AcOH, aminated with 

4- ( 4-aminophenyl) -3 -morpholinone in PhMe contg . collidine in EtOH , and 
then underwent cyclocondensat ion with N, N ' - carbon y ldi imidazole in PhMe 
contg . l-methyl-2-pyrrolidone . 
IT 721401-53-2P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation) ; PACT 
(Reactant or reagent) 

(preparation and cyclocondensat ion of, with phosgene or derivative; 
preparation of 

5-chloro-N- ( ( (5S) -2-oxo-3- [ 4 - ( 3-oxo-4-morpholiny 1) -phenyl] -1,3- 
oxazolidin-5-yl] -methyl) -2 -thiophenecarboxamide) 
RN 721401-53-2 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ ( 2R) -2 -hydroxy- 3- [ [ 4 - (3-oxo-4- 
morpholinyDphenyl] amino] propyl] - (CA INDEX NAME) 

Absolute stereochemistry . 
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141 : 7126 

Preparation of heterocy clyla 
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Johannes; van Amsterdam, Christoph 
Mer ck Patent GmbH , Germany 
Ger. Of fen., 26 pp. 



sk i , Wer n 
Gleitz, 



PATENT NO. 



APPLICATION NO. 



DE 10254336 
CA 2506716 
WO 2004046138 



Al 20040603 DE 2002- 

Al 20040603 CA 2003- 
Al 20040603 WO 2003- 

AE, AG, AL, AM, AT, AU, AZ , BA, BB, BG, 



10254336 
2506716 
EP1208 0 



20021121 
20031030 
20031030 



BY, BZ, CA, CH, CN, 



CO, CR, CU, CZ, DE, DK, 

GM, HR, HU, ID, IL, IN, IS, JP, 
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PG, PH, PL, PT, RO, RU, SC, SD, 

TR, TT, TZ, UA, UG, US, UZ , VC, 

RW: BW, GH, GM, KE, LS, MW, MZ , SD, 



DZ, EC , EE, ES, FI, 3B, 3D, 3E, 



KE, KG, 

MN, MW, 

SE, SG, 

VN, YU, 

SL, SZ, 



KP, KR, KZ, 
MX, MZ, NI, 



NO, NZ, OM, 



SK, SL, SY, TJ, TM, TN, 
ZA, ZM, ZW 

TZ, UG, ZM, ZW, AM, AZ, 



BY, KG, KZ, MD, RU, TJ, TM, AT, BE, BG, CH, CY, CZ, DE, DK, 
ES, FI, FR, GB, GR, HU, IE, IT, LU, MC, NL, PT, RO, SE, SI, 



TR, BF, BJ, CF, CG, CI, CM, GA, 



NE, SN, TD, 



AU 2003286145 
EP 1562939 
EP 1562939 



Bl 



20040615 
20050817 
20 09 0121 



AT, BE, CH, DE, DK, ES, FR, GB, GR, IT, LI, LU, NL, SE, MC, PT, 



IE, SI, : 

JP 2006512321 
AT 421515 
US 20060052376 
PRIORITY APPLN. INFO. 



LV, FI, RO, MK, 

T 20060413 

T 20090215 

Al 20060309 



CY, AL, TR, BG, CZ, 

JP 2004-552505 
AT 2003-776875 
US 2005-535246 
DE 2002-10254336 



HU, SK 

20031030 
20031030 
20050518 
A 20021121 



WO 2003-EP12080 



W 20031030 



OTHER SOURCE (S) : 



MAR PAT 141 : 7126 
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AB DXNH[C(Rl)2]mCONHWYT [D = (substituted) aryl, heteroaryl; X = CO, C(R3)2; 
W = [C(R3)2]n; Rl = H, (substituted) A; R3 = H, A; A = 

(fluoro-substituted) alkyl optionally interrupted by O, S, CH:CH; T = 
mono- or bicyclic (substituted) (unsatd. ) (aromatic) carbocyclyl, 
heterocyclyl; Y = alkylene, cycloalkylene, (hetero) arylene; m = 1, 2; n = 
0-2 ] , were prepared for treatment of thrombos is, arteriosclerosis, 
inflammation, etc. (no data) . Thus, 

(R) -2- [ (5-chloi othiophene-2-carbonyl) amino] -4 -met hy lpentanoic acid 
(preparation 

given ) , 4- ( 4-amino-2-methylphenyl ) morpholin-3 -one , and TBTU were st ir red 
18 h in DMF to give title compound (I) . 
IT 697284-28-9P 697284-29-0P 697284-31-4P 
697284-32-5P 697284-39-2P 697284-40-5P 
697284-41-6P 697284-42-7P 697284-43-8P 
697284-46-1P 697284-47-2P 697284-48-3P 
697284-51-8P 697284-53-0P 697284-55-2P 
697284-56-3P 697284-58-5P 697284-59-6P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 



(Therapeutic 
(Uses) 

(preparati' 



se) ; BIOL (Biological study); PREP (Pr 
n of heterocy clylamides as inhibitors 



■pa. 



n) ; USES 



697284-28-9 CAPLUS 
2-Thiophenecarboxamide 
morpholinyl) phenyl] 



Absolute stereochemistry . 



i-chloro-N- [ (IS) - 
car bony 1 ] butyl ] - 



-methyl-1- [ [ [4- (3 
(CA INDEX NAME) 




RN 697284-29-0 CAPLUS 

CN 2— Thiophene car box amide, 

5-chloro-N- [ (IS) -3 -methyl-1- [ [ [3-methyl-4- (3-oxo-4- 



L8 ANSWER 21 OF 23 CAPLUS COPYRIGHT 2009 ACS on STN (Continued) 
morpholinyDphenyl] amino] carbonyl ] but yl ] - (CA INDEX NAME) 
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O i-B- 




RN 6972S4-31-4 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ (1R) -3-methyl-l- [ [ [4- (3- 
morpholinyUphenyl] amino] carbonyl ] but yl ] - (CA INDEX NAME) 

Absolute stereochemistry . 




RN 697284-32-5 CAPLUS 

CN 2-Thiophenecarbojsamide, 

5-chloro-N- [ (1R) -3-methyl-l- [ [ [3-methyl-4- (3-o 
morpholinyl ) phenyl] amino] car bony 1 ] butyl ] - 



Absolute stereochemistry . 



(CA INDEX NAME) 




RN 697284-39-2 CAPLUS 

CN 2-Thiophenecarboxaraide, 

5-chloro-N- [ (1R) -1 -methyl- 2- [ [ 3-methyl-4 - ( 3-oxo-4- 

morpholinyDphenyl] amino] -2-oxoethyl] - (CA INDEX NAME) 

Absolute stereochemistry . 

Me 

CI- 




\\ // 



RN 697284-40-5 CAPLUS 

CN 2-Thiophenecarboxamide, 

5-chloro-N- [ (1R) -2-methyl-l- [ [ [3-methyl-4- [3-ox 
morpholinyljphenyl] amino] carbonyl] propyl] - 

Absolute stereochemistry . 



(CA INDEX NAME) 




L8 ANSWER 21 OF 23 CAPLUS COPYRIGHT 2009 ACS on STN (Continued) 
RN 697284-41-6 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ (1R)-1- [ [ [3-methyl-4- (3-oxo-4- 
morpholinyliphenyl] amino] carbonyl]propyl] - (CA INDEX NAME) 

Absolute stereochemistry . 



,9 St 




Absolute stereochemistry . 



O n-Pr 




RN 697284-43-8 CAPLUS 

CN Butanediamide, 2-[ [ (5-chloro-2-thienyl) carbonyl ] amino] -Nl- [ 3-methyl-4- ( 3- 
oxo-4-morpholinyl)phenyl] -, (2R)- (CA INDEX NAME) 

Absolute stereochemistry . 
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RN 697284-46-1 CAPLUS 

CN 2-Thiophenecarboxamide, 

5-chloro-N- [1- [ (dimethylamino) methyl] -2- [ [ 3 -me thy 1- 

4- (3-oxo-4-morpholinyl) phenyl ] amino ] -2-oxoethyl] - (CA INDEX NAME) 




RN 697284-47-2 CAPLUS 

CN 2-Thiophenecarboxamide, 5-bromo-N- [ (1R) -3-methyl-l- [ [ [4- (3-oxo-4- 
morpholinyDphenyl] amino] carbonyl] butyl] - (CA INDEX NAME) 

Absolute stereochemistry . 



O i-Bu 




RN 697284-48-3 CAPLUS 

CN 2— Thiophene car box amide, 

5-chloro-N- [ (1R) -1- [ (methylsulf onyl) methyl ] -2-oxo- 

2-[ [4- ( 3-oxo-4-morpholiny 1) phenyl] amino ] ethyl ] - (CA INDEX NAME) 
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Absolute stereochemistry . 




RN 697284-51-8 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ (1R) -1- [ (methylthio)methyl] -2- 
[ [ 4 - ( 3 -oxo-4 -morpholiny 1) phenyl ] amino ] ethyl ] - (CA INDEX NAME) 

Absolute stereochemistry . 




RN 697284-53-0 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ ( 1R) -2-methyl-l - [ [ [4- (3- 
morpholinyl)phenyl] amino] carbonyl]propyl] - (CA INDEX NAME) 

Absolute stereochemistry . 
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O i-Pr 




RN 697284-55-2 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3-oxo-3- [ [4- ( 3- 
morpholinyDphenyl] amino]propyl] - (CA INDEX NAME) 



- NH— C H 2 — C H 2 — C— Nl 



RN 697284-56-3 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3-methyl-4- (3-oxo-4- 
morpholinyllphenyl] amino] -3 -oxopr opyl ] - (CA INDEX NAME) 



C— NH— CH2~ CH2~ C~ NH' 



RN 697284-58-5 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [2- [ [3 -methyl- 4- (3 -ox 
morpholinyUphenyl] amino] -2-oxoethyl] - (CA INDEX NAME) 



C— NH— CH2 — C— NH" 



697284-59-6 CAPLUS 
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2-Thiophenecarboxamide, 5-chloro-N- [2-oxo-2- [ [4- (3-. 
morpholinyl)phenyl]amino]ethyl]- (CA INDEX NAME) 



C— NH— CH2 _ 
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Preparation of lactam-contai: 

derivatives thereof as facto. 

Qiao, Jennifer X.; Han, Wei 
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PCT Int. Appl., 172 pp. 

CODEN: PIXXD2 

Patent 

English 



ling diaminoalk 
: Xa inhibitors 



PATENT NO. 



DATE 



APPLICATION NO. 
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US 20070129361 Al 
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2005080? 
ES, FR, 
RO, MK, 
20070607 



WO 2003-US31079 



BA, BB, BG, 



IS, JP, KE. 

MG, MK, MN, 

SC, SD, SE. 

UZ, VC, VN. 

SL, SZ, TZ. 

BE, BG, CH 

LU, MC, NL. 

GN, GQ, GW 



GB, GR, IT. 
CY, AL, TR. 

US 2007- 
US 2002- 



B R , BY, 
EG, ES, 
KG, KP, 
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YU, ZA, 
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BZ, CA, CH, 

FI, GB, GD, GE, 

KR, KZ, LC, LK, 

MZ, NI, NO, NZ, 



ZW, AM, AZ, 

DE, DK, EE, ES, 

SE, SI, SK, TR, 

NE, SN, TD, TG 



NL, SE, MC, PT, 
EE, HU, SK 

20070112 
P 20021002 



US 2002-417208P 
US 2003-677063 
WO 2003-US31079 



P 20021009 
Al 20031001 
W 20031001 



OTHER SOURCE (S) : 
GI 



MARPAT 140:321240 
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O Ph O 

II I II 

C— NH— CH— C— NH 



I II 

- so 2 o 



REFERENCE COUNT: 
FORMAT 



THERE ARE 2 CITED REFERENCES AVAILABLE FOR THIS 
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AB The title compds. PMM1 [I; one of P and Ml = G and the other -AB; G = II, 
III (wherein ring D, including the two carbon atoms of ring E to which it 
is attached, is (un) substituted 5-6 member ed ring consisting of carbon 
atoms and 0-3 heteroatoms selected from N, O, S (O) 0-2 ; ring D may contain 

0- 3 ring double bonds ; ring E = (un ) subst ituted Ph, pyr idyl, pyrimidiny 1, 
etc.; alternatively, ring D is absent); M = (un ) subst it uted 3-8 membered 
linear chain consisting of carbon atoms, carbonyl groups, thiocar bonyl, 
heteroatoms, and there are 0-2 double bonds and 0-1 triple bond; A = 

(un) substituted car bo cycle, 5-12 membered heter ocycle; B = IV (wherein Ql 
= CO, S02 ; ring Q = (un ) subst ituted 4-8 membered monocyclic or bi cyclic 
ring optionally containing optionally heteroatoms , and optionally fused, 

etc.; 

X = absent, CO, SO, S02 , etc.)], useful as inhibitors of trypsin-like 
serine proteases , specifically factor Xa tor treating thr omboembo lie 
disorder, were prepared E.g., a 3-step synthesis of V, starting from 

1- ( 4-aminophenyl) -IH-pyr idin-2-one and Boc-DL-PHG-OH, was given. The 
number 

of compds . I were found to exhibit Ki 1 s of ^ 10 |iM against human 
factor Xa . The pharmaceutical composition comprising the compound I is 
''l.i i in: d . 

IT 678179-21-0P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of lactam-containing diaminoalkanes , p-amino acids, 
a-amino acids and derivs . thereof as factor Xa inhibitors for 
treating thromboembolic disorder) 
RN 6 78179-21-0 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [2-oxo-2-[ [4- ( 3-oxo-4- 
morpholinyliphenyl] amino] -1 -pheny lethyl ] - (CA INDEX NAME) 
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prophylaxis of thromboembolic diseases 

Str aub, Alexander ; Lampe, Thomas; Per ner stor f er , 
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PCT Int. Appl., 161 pp. 

CODEN: PIXXD2 

Patent 

German 
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APPLICATION NO. 



WO 200300025 
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20 03010? 
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STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT 



AB The invention relates to combinations of (A) oxazolidinones I [Rl = 

5- X-2-thienyl (X = CI, Br, Me, CF 3 ) ; R2 = DA; A = phenylene; D = 5- or 

6- membered heterocyclic ring containing S, N or O; R4 - R8 = H] , or their 
pharmaceutics lly acceptable salts , hydrates , prodrugs or their mixt s . and 
(B) other pharmaceutically active ingredients ; to a method for producing 
said combinat ions ; and to the use thereof as medicament s , in part icular 
for the treatment and/or prophylaxis of thr ombo -embolic diseases . Thus , 
the claimed oxazolone II was prepared from epoxide III via epoxide ring 
opening with aniline derivative IV, cyclization with 

carbonyldi imidazole, and 

N-acylation with 5-chlorothiophene-2-sulf onyl chloride . II was tested 

for 

antithrombotic activity in the arteriovenous shunt model (Rat ) after 

[ED50 

= 3 mg/kg (p.o. ) ; IC50 = 0.7 nM] ; II had a synergistic effect when used 

combinat ion wit h clop idogre 1 . 
IT 482305-96-4P 482305-98-6P 482306-15-0P 
482306-16-1P 482306-17-2P 482306-20-7P 
482306-21-8P 482306-22-9P 482306-23-0P 
482306-24-1P 482306-25-2P 482306-26-3P 
RL: RCT (Reactant) ; SPN (Synthetic 
(Reactant or reagent ) 

(preparation and react ion of , w 
substituted 

oxazolidinones for combinationa 
pr ophy la.sis of thromboembolic diseases ) 
RN 482305-96-4 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3-f luoro-4- (3-oxo-4- 
morpholinyl (phenyl] amino] -2 -hydroxypr opyl ] - (CA INDEX NAME ) 



n i ; PREP (Pi epa 



rbonyldiimdazole; preparatio: 



the treatment 



C— NH— CH 2 — CH— CH 2 — NH 



482305-98-6 CAPLUS 

2-Thiophenecarboxamide, 5-chloro-N- [ 2 -hydroxy -3 - [ [4- ( 3-o. 
morpholinyl)phenyl]amino]propyl]- (CA INDEX NAME) 



OTHER SOURCE (S) : 
GI 



MARPAT 138:89797 
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" NH— CH 2 — CH— CH 2 _ WH- 



C— NH— CH2 CH CH2 — NH 




RN 482306-15-0 CAPLUS 
CN 2-Thiophenecarboxamide, 
5-chloro-N- [2-hydroxy-3- [ [4- ( 3 -■ 
3- ( tr if luor omethy 1) phenyl ] 



-morpholinyl)- 

propyl] - (CA INDEX NAME) 



RN 482306-21-8 CAPLUS 

CN 2-Thiophenecarboxamide, N— [3- [ [3- (amino car bonyl ) -4- (4- 

morpholinyl) phenyl] amino] -2 -hydroxypr opyl ] -5-chloro- (CA INDEX NAME) 



- C— NH— CH2 CH— CH2 NH' 



cl^/S. II I 

jj C— NH— CH2 — CH— CH2~ NH 



RN 482306-16-1 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [ 2 -hydroxy-3 - [ [ 3-rnet hy 1-4- (3- 
morpholinyUphenyl] amino] propyl] - (CA INDEX NAME) 



C— NH— CH2~ CH— CH2 - N» 



RN 482306-17-2 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [ 3 -cyano-4- ( 3-oxo-4- 
morpholinyDphenyl] amino] -2-hydroxypropyl] - (CA INDEX NAME) 



RN 482306-22-9 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chlor o-N- [ 2 -hydroxy -3 - [ [ 3 -methoxy-4 - ( 4- 
morpholinyUphenyl] amino] propyl] - (CA INDEX NAME) 



jj C-NH— CH 2 — CH— CH 2 -NH ° 

RN 482306-23-0 CAPLUS 

CN 2-Thiophenecarboxamide, N-[3- [ [ 3-acetyl-4 -( 4-morpholiny 1) phenyl ] amino ] -2- 
hydroxypropyl] -5-chloro- (CA INDEX NAME) 



C— NH— CH2 — CH— CH2 — NH' 



-C— NH— CH2~ CH— CH2~ NH f X\ \ 0 



RN 482306-20-7 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3, 5-dimethy 1-4- (3-oxo 
morpholinyUphenyl] amino] -2-hydroxypropyl] - (CA INDEX NAME) 



RN 482306-24-1 CAPLUS 

CN 2-Thiophenecarboxamide, N- [ 3- [ [ 3 -amino- 4- (3-oxo -4- 

mor pholinyl (phenyl] amino] -2 -hydroxypr opyl ] -5-chloro- (CA INDEX NAME) 
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- NH— CH2 — CH— CH2 — NH" 



RN 482306-25-2 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3-chloro-4- (2-methy 1-3- 
morpholinyUphenyl] amino] -2-hydroxypropyl]- (CA INDEX NAME) 



- C— NH— CH2~ CH— CH2 - NH- 



RN 482306-26-3 CAPLUS 

CN 2-Thiophenecarboxamide, 5-chloro-N- [3- [ [3-chloro-4- ( 2 -met hy 1-5-. 
morpholinyUphenyl] amino] -2 -hydroxypr opyl ] - (CA HIDE/, NAME j 



- C— NH— CH 2 — CH— CH 2 — NH' 



REFERENCE COUNT: 
FORMAT 



=> 

=> log y 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 144.22 526.61 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) SINCE FILE TOTAL 

ENTRY SESSION 

CA SUBSCRIBER PRICE -18.86 -18.86 
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